Connecting via Winsock to STN 



Welcome to STN International! Enter x:K 

LOGINID: sssptal62 6amd 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



■*■ * * 


+ * 




* * 


* Welcome to STN International ********** 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N. America 


NEWS 


2 


Apr 


08 


"Ask CAS" for self-help around the clock 


NEWS 


3 


Apr 


09 


BEILSTEIN: Reload and Implementation of a New Subject Area 


NEWS 


4 


Apr 


09 


ZDB will be removed from STN 


NEWS 


5 


Apr 


19 


US Patent Applications available in IFICDB, IFIPAT, and 


IFIUDB 








NEWS 


6 


Apr 


22 


Records from IP.com available in CAPLUS, HCAPLUS, and 


ZCAPLUS 








NEWS 


7 


Apr 


22 


BIOSIS Gene Names now available in TOXCENTER 


NEWS 


8 


Apr 


22 


Federal Research in Progress (FEDRIP) now available 


NEWS 


9 


Jun 


03 


New e-mail delivery for search results now available 


NEWS 


10 


Jun 


10 


MEDLINE Reload 


NEWS 


11 


Jun 


10 


PCTFULL has been reloaded 


NEWS 


12 


Jul 


02 


FOREGE no longer contains STANDARDS file segment 


NEWS 


13 


Jul 


22 


USAN to be reloaded July 28, 2002; 










saved answer sets no longer valid 


NEWS 


14 


Jul 


29 


Enhanced polymer searching in REGISTRY 


NEWS 


15 


Jul 


30 


NETFIRST to be removed from STN 


NEWS 


16 


Aug 


08 


CANCERLIT reload 


NEWS 


17 


Aug 


08 


PHARMAMarketLetter (PHARMAML) - new on STN 


NEWS 


18 


Aug 


08 


NTIS has been reloaded and enhanced 


NEWS 


19 


Aug 


19 


Aquatic Toxicity Information Retrieval (AQUIRE) 










now available on STN 


NEWS 


20 


Aug 


19 


IFIPAT, IFICDB, and IFIUDB have been reloaded 


NEWS 


21 


Aug 


19 


The MEDLINE file segment of TOXCENTER has been reloaded 


NEWS 


22 


Aug 


26 


Sequence searching in REGISTRY enhanced 


NEWS 


23 


Sep 


03 


JAPIO has been reloaded and enhanced 


NEWS 


24 


Sep 


16 


Experimental properties added to the REGISTRY file 


NEWS 


25 


Sep 


16 


CA Section Thesaurus available in CAPLUS and CA 


NEWS 


26 


Oct 


01 


CASREACT Enriched with Reactions from 1907 to 1985 


NEWS 


27 


Oct 


21 


EVENTLINE has been reloaded 


NEWS 


28 


Oct 


24 


BEILSTEIN adds new search fields 


NEWS 


29 


Oct 


24 


Nutraceuticals International (NUTRACEUT) now available on 


STN 










NEWS 


30 


Oct 


25 


MEDLINE SDI run of October 8, 2002 


NEWS 


31 


Nov 


18 


DKILIT has been renamed APOLLIT 


NEWS 


32 


Nov 


25 


More calculated properties added to REGISTRY 


NEWS 


33 


Dec 


02 


TIBKAT will be removed from STN 


NEWS 


34 


Dec 


04 


CSA files on STN 


NEWS 


35 


Dec 


17 


PCTFULL now covers WP/PCT Applications from 1978 to date 


NEWS 


36 


Dec 


17 


TOXCENTER enhanced with additional content 


NEWS 


37 


Dec 


17 


Adis Clinical Trials Insight now available on STN 


NEWS 


38 


Dec 


30 


ISMEC no longer available 







Jan 


Z 1 


NUTRA.CEUT offering one free connect hour in February 2003 


NtjWi) 


A A 

4 U 


Jan 


O 1 
1 


PHARMAML offering one free connect hour in February 2 003 


NEWS 


A 1 

4 1 


J an 


z y 


Simultaneous left and right truncation added to COMPENDEX, 










ENERGY, INSPEC 


NEWS 


A 

42 


Feb 


13 


CANCERLIT is no longer being updated 


NEWS 


4 3 


Feb 


z4 


METADEX enhancements 


NEWS 


4 4 


Feb 


O A 

z4 


PCTGEN now available on STN 


NEWS 


A C 

4 5 


Feb 


24 


TEMA now available on STN 


NEWS 


4 6 


Feb 


2 5 


NTIS now allows simultaneous left and right truncation 


NEWS 


/I T 

4 / 


Feb 


Z D 


PCTFULL now contains images 


NEWS 


A O 

4 0 


Mar 


U4 


SDI PACKAGE for monthly delivery of multifile SDI results 






lYia J. 




-M.rUijjji 1 orxering rree connect uime in /\prx± zuuo 


NEWS 


50 


Mar 


20 


EVENTLINE will be removed from STN 


NEWS 


51 


Mar 


24 


PATDPAFULL now available on STN 


NEWS 


52 


Mar 


24 


Additional information for trade-named substances without 










structures available in REGISTRY 


NEWS 


53 


Mar 


24 


Indexing from 1957 to 1966 added to records in CA/CAPLUS 



NEWS EXPRESS 



NEWS 
NEWS 
NEWS 
NEWS 
NEWS 



HOURS 
INTER 
LOGIN 
PHONE 
WWW 



January 6 CURRENT WINDOWS VERSION IS V6.01a, 

CURRENT MACINTOSH VERSION IS V6.0b(ENG) AND V6.0Jb(JP), 

AND CURRENT DISCOVER FILE IS DATED 01 OCTOBER 2002 

STN Operating Hours Plus Help Desk Availability 

General Internet Information 

Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

sipjg Columbus *************** 



FILE 'HOME' ENTERED AT 12:48:38 ON 02 APR 2003 



=> fil reg 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 0.21 0.21 



FILE 'REGISTRY' ENTERED AT 12:48:43 ON 02 APR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2003 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 1 APR 2003 HIGHEST RN 501325-53-7 

DICTIONARY FILE UPDATES: 1 APR 2003 HIGHEST RN 501325-53-7 



TSCA INFORMATION NOW CURRENT THROUGH MAY 20, 2002 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

Crossover limits have been increased. See HELP CROSSOVER for details. 

Experimental and calculated property data are now available. See HELP 
PROPERTIES for more information. See STNote 27, Searching Properties 
in the CAS Registry File, for complete details: 
http : //www. cas . org/ONLINE/STN/STNOTES/stnotes27 . pdf 

=> 

Uploading 09980452. str 

LI STRUCTURE UPLOADED 



=> d 

Ll HAS NO ANSWERS 
LI STR 




Structure attributes must be viewed using STN Express query preparation. 



=> s 11 ful 

FULL SEARCH INITIATED 12:49:01 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 45478 TO ITERATE 

100.0% PROCESSED 45478 ITERATIONS 34 ANSWERS 

SEARCH TIME: 00.00.01 

L2 34 SEA SSS FUL Ll 

=> s 12 and caplus/lc 

27100399 CAPLUS/LC 
L3 15 L2 AND CAPLUS/LC 

=> s 12 not 13 

L4 19 L2 NOT L3 



=> d 1-19 



L4 ANSWER 1 OF 19 REGISTRY COPYRIGHT 2Q03 ACS 

BN 438455-95-9 REGISTRY 

CN 9H-Xanthen«-9-carboxaniide, N- [3- (IH-imidazol-l-yl) propyl] - (9CI) (CA 

INDEX NAME) 

FS 3D CONCORD 

MF C20 H19 N3 02 

SR Chemical Library 

LC STN Files: C3IEMCATS 



L4 ANSWER 2 OP 19 REGISTRY COPYRIGHT 2003 ACS 
RN 438022-05-0 REGISTRY 

CN 2H-l-Benzopyraii-3-carboxamide, N-[3- (IH-imidazol-l-yl) propyl] -2-ox<?- 
{9CI) 

(CA INDEX NAME) 
FS 3D CONCORD 
HF C16 H15 N3 03 
SR Chemical Library 
LC STN Files: CHEHCATS 




NH 
I 

9=0 "PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT"* 




•♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT*' 



ANSWER 3 OF 19 REGISTRY COPYRIGHT 2003 ACS 
377767-99-2 REGISTRY 

4H-l-Benzopyran-2-carboxamide, N-I3- (IH-imidazol-l-yl) propyl) - 

.) 

(CA IKDEX NAME) 

3D CONCORD 

C16 His N3 03 

Chemical Library 

STN Files: CHEHCATS 



L4 ANSWER 4 OF 19 REGISTRY COPYRIGHT 2003 ACS 

RN 34238fl-05-8 REGISTRY 

CN 3H-Naphtlio[2, 1-b] pyran-2-carboxaniide, 

N- [3- (IH-iccddazoi-l-yl) propyl] -3-qko- 

{9CI) (CA INDEX NAME) 
FS 3D CONCORD 
HF C20 H17 N3 03 
SR Chemical Library 
LC STN Files; CHEHCATS 



♦PROPERTY DATA AVAILABLE IN THE 'PROP' FOHMAT* 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L4 ANSWER 5 OF 15 REGISTRY COPYRIGHT 2003 ACS 

RN 326612-92-4 REGISTRY 

CN 2H-l-Benzopyraii-3-carboKamide, 

N- [3- (IH-imidazoI-l-yl) propyl] -6-methoxy-2- 

OKO- (9CI) (CA INDEX NAME) 
FS 3D CONCORD 
HF C17 H17 N3 04 
3R Cheinical Library 
LC STH Files I CHEMCATS 



ANSWER 6 OF 19 REGISTRY COPYRIGHT 2003 ACS 
320761-58-8 REGISTRY 

2H-l-Beiizopyran-3-carl?ciKamide, 6-bromo-N- [ [3- (3-hydroKyphenyi) -1,2,4- 
oKadiazol-5-ylJmethyl]-N-[3- (IH-imidazol-l-yl) propyl] -2-oko- (9CI) 

INDEX NAME) 
3D CONCORD 
C25 H20 Br N5 05 
Chemical Library 



/=\ 

.C-NH- (CH2)3 1. 



* PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



N 



"PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L4 ANSWER 7 OF 19 REGISTRY COPYRIGHT 2003 ACS 

RN 320757-46-8 REGISTRY 

CN 2H-l-Benzopyran-3-carbDxaraide, 

6-bromo-N- I [3- (4 ' -hydroxy[l, 1 ' -biphenyl] -4- 

yl) -1, 2, 4-oxadiazol-S-yl]methyl] -N-I 3- (IH-imidazol-l-yl) propyl] -2-oxo- 

{9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C31 H24 Br N5 05 
SR Chemical Library 
LC STN Files: CHEMCATS 




L4 ANSWER 8 OF 19 REGISTRY COPYRIGHT 2003 ACS 
RN 320732-57-8 REGISTRY 

CN 2H-l-Beji2opyran-3-carboxamide, N-[ [3- {4 ' -hydroKy[l, 1 ' -biphenyl] -4-yl) - 
1, 2, 4-OKadiazol-5-yIlmethyl]-N- [3- (IH-imidazol- 1-yl) propyl] -2-oxo- 

(9Cr) 

(CA INDEX NAME) 
FS 3D CONCORD 
HF C31 H25 N5 05 
SR Cheinical Library 
LC STN Files: CHEMCATS 




♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



L4 ANSWER 9 OF 19 REGISTRY COPYRIGHT 2003 ACS 

RN 320623-00-5 REGISTRY 

CN 4H-1 ~Benzopyran-2-carboxamide, 

K- [ 1 3- (4 ' -hydroxyt 1,1' -biphenyl] -4-yl) - 

l,2,4-oxadiazol-5-ylJmethyl]'N-[3-(lH-iinidazol-l-yl)propyl)-6-methyl-4-( 

(9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C32 H27 W5 05 
SR Chemical Library 




•*PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L4 ANSWER 10 OF 19 REGISTRY COPYRIGHT 2003 ACS 

RN 320622-B3-1 REGISTRY 

CN 2H-l-BBiizopyran-3-carboxaniide, 

N-[ [3- {3-hydroxypbenyl) -1,2, 4-oi{adia2ol-5- 

yljraethylj -N-(3- (IH-imdazol-l-yl)propyl] -2-oxo- {9CI) (CA INDEX 

NAME] 

FS 3D CONCORD 
HF C25 H21 N5 05 
SR Chemical Library 




*"PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L4 ANSWER 11 OF 19 REGISTRY COPYRIGHT 2003 ACS 
RN 320605-10-5 REGISTRY 

CN 2H-l-Benzopyran-3-carboxainide, 6-bromo-N- [ [3- (4-hydrciKyphenyl) -1,2,4- 
OKadiazal-5-yl] me thy L] -H- (3- ( IH-imidazol- \-yl) propyl] -2-oko- {SCI \ 

(CA 

INDEX NAME) 
FS 3D CONCORD 
MF C25 H20 Br N5 05 
SP Chemical Library 




0 0— N 



L4 ANSWER 12 OF 19 REGISTRY COPYRIGHT 20O3 ACS 

RN 318993-37-2 REGISTRY 

CN 2H-l-Beii2opyran-3-carboKamide, 

N- [ [3- (t-hydroxyphetiyl) -1, 2, 4-t;xadiazol.-5- 

yl] methyl] -N- [3- (lH-imidazol-l-yl)propylJ-2-oxo- (901) (CA INDEX 

NAME) 

FS 3D CONCORD 

HF C25 H21 N5 05 

SR Chemical Library 

LC STN Files: CHEMCATS 




'PROPERTY DATA AVAILABLE IH THE 'PROP' FOBMAT* 



♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT" 



L4 ANSWER 13 OF 19 REGISTRY COPYRIGHT 2003 ACS 
RN 318993-32-7 REGISTRY 
CN 4H-l-Benzopyran-2-carboxamide, 
N- [ [3- (4-hydroKyphenyl) -1, 2, 4-oxadiazol-5- 
yl]methyl] -H- [ 3- (IH-imidazol-l-yl) propyl] -6-methyl-4-oxo- (901) {CA 

INDEX 

NAME) 
FS 3D CONCORD 
HF C26 H23 N5 05 
SR Chemical Library 
LC STN Files: CHEHCATS 



L4 ANSWER 14 OP 19 REGISTRY COPYRIGHT 2003 ACS 

RN 318991-68-3 REGISTRY 

CN 4H-l-Benaopyi:3n-2-c:arboxamide, 

N-l [3- (3-hydroxypheriyl) -1, 2, 4-oKadiazol-5- 

yl] methyl] -N-t3- (IH-imidazol-l-yl) propyl] -6-methyl'4-ojco- (9CI) (CA 

INDEX 

NAME) 
FS 3D CONCORD 
MF C26 H23 NS 05 
SR Chemical Library 
LC STN Files: CHEHCATS 



-C— N-CH2- 
{CH2)3 



'PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT' 



C-pCH2- 
(CH2)3 



'PROPERTY DATA AVAILABLE IV THE 'PROP' FORMAT*' 



L4 ANSWER 15 OF 19 REGISTRY COPYRIGHT 2003 ACS 

RH 318991-35-4 REGISTRY 

CN 2H-l-Ben2opyran-3-carboxamide, 

N- [[3- (2-f luoro-4-hydroxyph.eciyll -1, 2,4- 

oxadiazol-5-yl]inethyl] -N- [3- (IH-iinidazol-l-yl)propyl] -2-oxo- (9CI) 

(CA 

INDEX NAME) 
FS 3D COHCORD 
MF C25 H20 F NS 05 
SR Chemical Library 
LC STN Files: CHEHCATS 




L4 ANSWER 16 OF 19 REGISTRY COPYRIGHT 2003 ACS 
RN 318991-28-5 REGISTRY 

CN 4H-l-Benzopyran-2-carboxamide, N-( [3- (2-f luoro-4-hydroKyphenyl) -1,2,4- 
Qxadiazol-5-yil methyl] -H- t3- (IH-imidazol-l-yl) propyl] -6 -methyl- 4 -oxo- 
(9CI) (CA INDEX NAME) 

FS 3D CONCORD 

MF C26 H22 F N5 05 

SR Chemical Library 

LC STN Files: CHEHCATS 




**PROPERTY DATA AVAILABLE 111 THE 'PP-OP" FOPMAT** 



♦'PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT'* 



L4 ANSWER 17 OF 19 REGISTRY COPYRIGHT 2003 ACS 

RN 31B991-26-3 REGISTRY 

CN 2H-l-Beiizopyran-3-carbox amide, 

6-hromo-N- [[3- (2-£luoro-4-hyciroxyphet\yl) - 

1,2, 4-0Kaciiazol-5-yl] methyl] -N- [3- (IH-imidazol-l-yl) propyl) -2-oko- 

(9CI) 

(CA INDEX NAME) 
FS 3D CONCORD 
MF C25 m$ Br T H5 05 
SR Chemical Library 
LC SIN Files: CHEHCATS 




U ANSiTER 18 OF 19 REGISTRY COPYRIGHT 2003 ACS 
RN 227466-B7-7 REGISTRY 
CN Z-Imidazoiidinone, 

l-[3-U (2R)-2-[ (2S)-3,4-dihydro-2K-l-beGiopyran-2-yl)-2- 

hydcoxyethyljaminolpropyl]-, rel- (SCI) (CA INDEX NAME) 
FS STEREOSEARCH 
HF C17 H25 N3 03 
CI COM 
SR CA 

Relative atereochemistry. 




**PROPERTY DATA AVAILABLE IN THE "PROF' FORMAT*' 



'♦PROPERTY DATA AVAILABLE IN THE "PROP* FORMAT** 



hi ANSWER 19 OF 19 REGISTRY COPYRIGHT 2003 ACS 
RN 227297-11-2 REGISTRY 

CN 2-lmidazolidinone, 1- [3- [ [ [ t2R) -3, 4-dihydro-2H-l-benzopyran-2- 

yljmethyljaminolpropyl]- (9CI) (CA INDEX NAME) 
FS STEREOSEARCH 
HF CI 6 H23 N3 02 
CI COM 
SR CA 

Absolute stereochemistry. 



□ 




♦•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



Uploading 09980452. str 

L5 STRUCTURE UPLOADED 

=> d 

L5 HAS NO ANSWERS 
L5 STR 




Structure attributes must be viewed using STN Express query preparation. 



=> s 15 ful 

FULL SEARCH INITIATED 12:50:55 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 50135 TO ITERATE 

100.0% PROCESSED 50136 ITERATIONS 6797 ANSWERS 

SEARCH TIME: 00.00.01 

L6 6797 SEA SSS FUL L5 



Uploading 09980452. str 

L7 STRUCTURE UPLOADED 

=> d 

L7 HAS NO ANSWERS 
L7 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
Structure attributes must be viewed using STN Express query preparation. 



=> s 17 ful 

FULL SEARCH INITIATED 12:54:59 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 49555 TO ITERATE 

100.0% PROCESSED 49555 ITERATIONS 137 ANSWERS 

SEARCH TIME: 00.00.01 

LB 137 SEA SSS FUL L7 

=> s 18 and caplus/lc 



27100399 CAPLUS/LC 
L9 114 L8 AND CAPLUS/LC 

=> s 18 not 19 

LIO 23 L8 NOT L9 



=> d 1-23 



LIO ANSWER 1 OF 23 REGISTRY COPYRIGHT 2003 ACS 

RN 4384 55-95-9 REGISTRY 

CN 9H-Xanthene-9-carboxaraide, N- (3- (IH-imidazol-l-yl) propyl] - (9CI) (CA 

IHDEK NftHEJ 

fS 3D CONCORD 

HF C20 HI 9 N3 02 

SR Chemical Library 

LC STN Files: CHEMCATS 



LIO ANSWER 2 OF 23 REGISTRY COPYRIGHT 2003 ACS 

RN 43B022-05-0 REGISTRY 

CN 2H-l-Beniopyran-3-carbo8amide, N- [3- ( IK-iraidazol-l-yl) propyl] -2-oxo- 

(CA INDEX NAME) 

FS 3D CONCORD 

MF CI 6 HIS N3 03 

SR Chemical Library 

LC STM File3! CHEMCATS 




^^i^y^K^ lT™~ <™2)3 — N^N 



•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT*' 



'♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT" 



LIO ANSWER 3 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 377767-99-2 REGISTRY 

CN 4H-l-Benzopyran-2-carboxamide, N- [3- ( IH-imidazol-l-yl) propyl] -4-( 
(9CI1 

(CA INDEX NAME) 
FS 3D CONCORD 
MF C16 HIS N3 03 
SR Chemical Library 
LC STN Files: CHEMCATS 



LIO ANSWER 4 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 361209-0 2-7 REGISTRY 
CN 3-pyridinecarboxaraide, 

N-C3-<lH'imidazol-l-yHpropyl]-6-[4-[(4-oxo-4H-l- 

benzopyran-2-yl)carbonyl] -l-piperaziayl] - C9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C26 H26 N6 04 
SR Chemical Library 
LC STN Files: CHEMCATS 




0 0 
♦'PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** "PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT" 



LIO ANSWER 5 OF 23 REGISTRY COPYRIGHT 2003 ACS 

RN 342304-05-8 REGISTRY 

CN 3H-Naphtho[2, l-b]pyran-2-carboKaitiide, 

N- [3- (IH-imidazol-l-yl) propyl] -3-oxo- 

(9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C20 H17 N3 03 
SR Chemical Library 
LC STN Files: CHEMCATS 



LIO ANSWER 6 OP 23 REGISTRY COPYRIGHT 2003 ACS 

RN 326612-92-4 REGISTRY 

CN 2H-l-B9nzopyran-3-c3rboxamide, 

N- (3- (IH-imidazol-l-yl) propyl] -e-mettiQxy-Z- 

Qxo- {9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C17 H17 N3 04 
SR Chemical Library 
LC STN Files: CHEMCATS 




(CH2)3 — ^-^^ 



'•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



♦'PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT'* 



LlO ANSWER 7 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 320761-59-B REGISTRY 

CN 2H-l-Ben2opyran~3-carboKamide, 6-bromo-N- [ [3- (3-hydroxyphenyl) -1,2,4- 
oxadiazol-5-yll methyl] -N- [3- (IH-imidazol-l-yl) propyl] -2-oxo- (9CI ) 

(CA 

INDEX NAME) 
FS 3D CONCORD 
MF C25 H20 Br N5 05 
SR Chemical Library 




LIO ANSWER 3 OF 23 REGISTRY COPYRIGHT 2003 ACS 

RN 320757-46-8 REGISTRY 

CN 2H-l-Benzopyr3n-3-carboxaniide, 

6-broiao-N- [ (3- (4' -hydroxy [1, 1' -biphenyl] -4- 

yl) -1,2, 4-oxadiazol-5-yl] methyl] -N-[3- (IH-imidazol-l-yl) propyl] -2-oxo- 
(9CI) {CA INDEX NAME) 
FS 3D CONCORD 
MF C31 H24 Br N5 05 
SR Chemical Library 
LC STN Filea: CHEMCATS 




'PROPERTY DATA AVAILABLE IN THE 'PROP' FOPMAT" 

♦♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



LIO ANSWER 9 OF 23 REGISTRY COPYRIGHT 2003 ACS 

RN 320732-57-8 REGISTRY 

CH 2H-l-Ben2(:pyraii-3-c:arb08anu,de, 

N-l C3- (4* -hydroxy (.1, !• -biphanyl] -4-yL) - 

1,2, 4 -OKadiazol-S-ylj methyl] -N-I3- (IH-imidazol-l-yl) propyl] -2-oxo- 

(9CI) 

{CA INDEX NAME) 
FS 3D CONCORD 
HF C31 H25 N5 05 
SR Chemical Library 
LC STN Files; CHSMCAT5 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT" 



LIO ANSWER 10 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 320623-00-5 REGISTRY 

CN 4Ii-l-Benzopyran-2-carboKamide, N-[ [3- {4 ' -hydroxy [1 , 1 ' -biphenyl] -4-yl) - 

1,2, 4-o«adiazol-5-yl] methyl] -N- [3- (IH-imidazol-l-yl) propyl] -6-methyl-4-oxo- 

(5CI) (CA INDEX NAME) 
FS 3D CONCORD 
HF C32 H27 N5 05 
SR Chemical Library 




"PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT*' 



LIO ANSWER 11 OF 23 REGISTRY COPYRIGHT 2003 ACS 

UN 320622-83-1 REGISTRY 

CN 2H-l-Benzopyran-3-carboxamide, 

N-[ [3- C3-hydroxyphenyl) -1, 2, 4-oxadiazol-5- 

yljmethyl] -N-[3-{lH-imida2ol-l-yl)propyl]-2-oxo- (9CI) (CA INDEX 

NAME) 

FS 3D CONCORD 
HF C25 H21 N5 05 
SR Chemical Library 




LIO ANSWER 12 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 320605-10-5 REGISTRY 

CN 2H-l-Benzopyran-3-carboxamide, 6-bromo-N- [ [3- (4-hydroxyphenyl) -1,2,4- 
oxadiazol-5-yl]methyl]-N-E3- ClH-imidazol-l-yll propyl] -2-oxo- (9CIl 

(CA 

INDEX NAME) 
FS 3D CONCORD 
MF C25 H20 Br N5 05 
SR CheiTUcal Library 




^PROPERTY DATA AVAILABLE IN THE *PROP' FORMAT*' 



LIO ANSWER 13 OF 23 REGISTRY COPYRIGHT 2003 ACS 

R« 318993-37-2 REGISTRY 

CN 2H-l-Ben2opyran-3-carboxainide, 

N- [ [3- {4-hydroxyphanyl) -1,2, 4-oxadiazol-5- 

yl]meEhylj-N-13-{lH-imidazol-l-yl)propyl]-2-ox:o- (9CI) (CA INDEX 

NAME) 

FS 3D CONCORD 

HF C25 H21 N5 05 

SR Chemical Library 

LC STN Filea: CHEHCATS 



LlO ANSWER 14 Ot 23 MGISTRY COPYRIGHT 2003 ACS 
RN 316993-32-7 REGISTRY 
CN flH-l-Benzopyran-Z-carboxamide, 
N- 1 [3- (4-hydroxyphenyl} -1, 2, 4-oxadiazol-5- 
yl]mathyl] -N- (3- (IH-imidazol-l-yl) propyl] -6-methyl-4-. 

INDEX 

NAME) 
FS 3D CONCORD 
MF C26 H23 N5 05 
SR Chemical Library 



STN Files: 



CHEHCATS 



o 



i° (CH2)3 

II r _ I 



CxX 



W C-N-CH2 



1) 



♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 



•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 
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RN 318991-68-3 REGISTRY 

CN 4H-l-Ben2opyran-2-carboxamide, 

«-[ [3- (3-tvydroKyph,eiiyIl -1, 2, 4-OKadianjl-5- 

yl] methyl] -N- [3- (IH-imidazol-l-yl) propyl] -6-niethyl-4-OKo- (9CI) (CA 

INDEX 

NAME) 
FS 3D CONCORD 
MF C26 H23 N5 05 

Chemical Library 



LC 



STN Files: 



CHEHCATS 



LIO ANSWER 16 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 319991-35-4 REGISTRY 

CN 2H-l-Benzopyran-3-carboxamide, H- [ [3- (2-f luoro-4-hydroxypheiiyl) -1, 
oxadiazol.-5-yl}Kvethyi]-H- 13- propyl.] -2-oxo- (SCI) 



{CA 



INDEX NAME) 

3D CONCORD 

C25 H20 F N5 05 

Chemical Library 

STN Files: CHEHCATS 



-C— N~CH2 

(CH2)3 




'PROPERTY DATA AVAILABLE IN THE 'PROP' FORHAT* 



•PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT" 



LIQ ftNStfER n OF-23 REGlSTRTf COPYRIGHT 2003 ACS 

RH 318991-28-S REGISTRY 

CN 4H-l-Benzopyran-2-carboxamide, 

N- I [3- (2-f luoro-4-hydroxyphenyl) -1,2,4- 

oxadiazol-S-yll methyl] -N- (3- (IH-imidazol-l-yl) propyl J -6-methyl-4-oxo- 

{9CI) (CA INDEX NAME) 
FS 3D CONCORD 
MF C26 H22 F N5 05 
SR Chemical Library 
LC STN Files: CHEMCATS 




♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 
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RN 227466-87-7 REGISTRY 
CN 2-Imidazolidinone, 

[3- [ [ (2E) -2- [ (ZS) -3, 4-dihydro-2H-l-benz,opycan,-2-yll -2- 

hydroKyethyl] aminolpropyl] rel- (9CI) (CA INDEX NAME) 
FS STEREOSEARCH 
HF C17 H25 N3 03 
CI COM 



SR 



CA 



Relative stereochemistry. 




{CH2)3 



* PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 
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RN 318 991-26-3 REGISTRY 

CN 2H-l-BBnzopyran-3-carboxaniide, 

6-bromo-N-[ [3- (2-f luoro-4-hyciroxyphenyl) - 

1,2, 4-oxadiazol-5-yl] methyl] -N- (3- (IH-iiriidazol-l-yl) propyl] -2-o«o- 

(9CI) 

(CA INDEX NAME) 
FS 3D CONCORD 
MF C25 H19 Br F N5 05 
SR 
LC 




•PROPERTY DATA AVAILABLE IN THE 'PROP' FOPMAT*' 
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227297-11-2 REGISTRY 

2-Imida2olidinone, 1- [3- [ [ [ (2R) -3, 4-dihydro-2H-l-benzopyran-2- 

ylliaethyllaminolpropyl]- (9CI) ^CA INDEX NAME) 

STEREOSEARCH 

CIS H23 N3 02 

COM 



Absolute stereochemistry. 



♦PROPERTY DATA AVAILABLE IN THE 'PROP' FOEMAT* 



LlO ANSWER 21 OF 23 REGISTRY COPYRIGHT 2003 ACS 
RN 206861-79-1 REGISTRY 
CN Ptioaphonic acid, 

[ i [ [l,6-dihydro-2-E (2-methyl-l-oKopropyl) amino] -6-oxo-9H- 

purin-9-Yl] acetyl] [2-[ (9-phenyl-9H-xanthen-9-yl) oxyjethylj amino] methyl] - 

monomethyl ester (9CI) (CA INDEX NAME) 
FS 3D CONCORD 
HF C34 H35 N6 08 P 
CI COM 
SR CA 



LlO AKSWER 22 OF 23 REGISTRY COPySIGHT 2003 ACS 
RN 206861-74-7 REGISTRY 
CN Phoaphonic acid, 

[ ( E (6- (benzoylamino) -9H-purin-9-yI] acetyl] [2-[ (9-phenyl- 

9H-xanthen-9-yl) ony] ethyl] aminolmethyl] monomethyl eater (9CI) 
INDEX NAME) 

FS 3D CONCORD 

MF C37 H33 N6 07 P 

CI COM 

SR CA 



CH2 

:=o cai 
I 

I-CH2-P- one 

II 

CH2 O 



N 



CH2 

€===■ 0 OH 

I I 

N-CH2-P-0He 



*PR0PERTY DATA AVAILABLE IN THE 'PROP* FORMAT* 



"PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT* 
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RN 64060-91-9 REGISTRY 

CN Glycinamide, N- [ [ (3' , 6' -dihydroxy-3-oxo3piro[isobenzofuran-l (3H) , 9 ' 

[9H]Kanthen] -5-yl} amino] thioxomethyl] glycyl-N- [ 2- (IH-imidazol-l-yl) -2- 

oxoethyl]- (9CI) {CA INDEX NAME) 
OTHER CA INDEX NAMES: 

CN Spiro[isobenzofuran-l (3H) , 9' - (9H] santhene] , glycinamide deriv. 

FS 3D CONCORD 

HF C30 H24 N6 08 S 



^ I! M II II 

V — C- CH2 - NH- C- ai2 - NH~ C- CH2 - NH- C- NH- 




♦PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT' 



=> fil caplus 

COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
526. 65 



TOTAL 
SESSION 
526.86 



FULL ESTIMATED COST 



FILE 'CAPLUS' ENTERED AT 12:55:20 ON 02 APR 2003 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2003 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field {available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN.. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 2 Apr 2003 VOL 138 ISS 14 
FILE LAST UPDATED: 1 Apr 2003 (20030401/ED) 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 



=> d his 



(FILE 'HOME' ENTERED AT 12:48:38 ON 02 APR 2003) 



FILE 'REGISTRY' ENTERED AT 12:48:43 ON 02 APR 2003 



LI 
L2 
L3 
L4 
L5 
L5 
L7 
L8 
L9 
LIO 



STRUCTURE UPLOADED 
6797 S L5 FUL 



STRUCTURE UPLOADED 
137 S L7 FUL 
114 S LB AND CAPLUS/LC 
23 S L8 NOT L9 



STRUCTURE UPLOADED 
34 S LI FUL 
15 S L2 AND CAPLUS/LC 
19 S L2 NOT L3 



FILE 'CAPLUS' ENTERED AT 12:55:20 ON 02 APR 2003 



=> s 18 
Lll 



42 L8 



=> d 1-42 ibib abs hitstr 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. HUM. COUNT: 
PATENT INFORMATION! 



2002:539473 CAPLUS 
137:109293 

Preparation of piperazinylchromans as 5-HTlB and 
5-HTlD agoniata/antagooists useful as 

d rug s . 

Chapdelaine, Marc* Davenport, Timothy) 

Harkus; Horchler, Careyf McCauley, John; Pierson, 
Edward; Sohn, Daniel 
Astrazeneca Ab, Swed. 
PCT Iftt. Appl., 139 pp. 
CO DEN! PIXXD2 

Patent 
English 



PATENT NO 



AE, AG, AL, AM, AT, AU, AZ, BA, 
CO, CR, CU, CZ, DE, DK. DH, DZ, 



KIND DATE APPLICATION NO. DATE 

A2 20020719 WO 2002-SE70 20020115 
A3 20021114 

BE, BG, BR, BY, EZ, CA, CH, 

EC, EE, ES, FI, GB, GD, GE, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, 

LS, LT, LU, LV, MA, HD, HG, MK, MN, Mtf, MX, MZ, NO, NZ, OM, 

PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TH, TN, TR, TT, 

UA, UG, US, UZ, VN, YU, ZA, ZH, ZW, AM, A2, BY, KG, KZ, MD, 
TJ, TH 

Rtf: GH, GM, KE, LS, Mtf, MZ, SP, SL, SZ, TZ, UG, ZH, Zff, AT, BE, 

CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, 

BF, BJ, OF, CG, CI, CM, GA, GN, GQ, Gtf, ML, MR, NE, SN, TD, 



fRIORITY ARPLN. INFO- 
OTHER SOURCE (S) ! 



US 2001-262108R 
SE 2001-3646 
MARPAT 137:109293 



Lll ANSWER 1 OP 42 CAPLUS COPYRIGHT 2003 ACS (Continued) 

AB Title compds- (1; Rl - H, thi ome thoKy , NHA, NA2, NHCOA, halo, OH, OA, 
cyano, aryl, (substituted) alkyl, cycloalkyl, etc.; A- (substituted) 
alkyl, cycloalkyl, alkenyl, alkynylj R2 - (substituted) piperazinyl, 
homopiperazinyl, aminoalkylamino, ami nohe te rocyclyl , 

he te rocycly lamino j R6 

- H, Mej Y - CONH, CONA, CSNH, CH2C0, CH2NA, piperazinylcarbonyl, 
S-membered heterocyclylene, etc.; R7 - (substituted) mono- or bicyclic 
aryl, heterocyclyl] , were prepd. Thus, 

8- (4-methyl-l-pipera2iiiyl) chroman- 

2-carboKylic acid hydrochloride (prepn. given) in DHF was treated 
sequentially with l-hydroxybenzotriazole, 0- (IH-benzotriazol-l-yl) - 
N,N,N' ,N' -pentamethyleneuronium tetraf luoroborate, Et3N, and 
4- (4-morpholinyl) aniline (prepn. given) followed by stirring 

overnight to 

give 8- (4-raethyl-l-piperazinyl) c:hroman-2-carboxylic acid 
{4-morpholin-4-ylphenyl) amide. Several 1 showed B-HTIB antagonist 
activity in the range 0.006-5.5 sig/ltg in a screen for reversal of 
hypothermia in guinea pigs. 
IT 442549-33-6P 

RL: PAC (Pharmacological activity)) SPN (Synthetic preparation); THU 
(Therapeutic usej ( BIOL (Biological study) i PREP (Preparation): USES 
(Uses) 

(prepn. of piperazinylchromans as 5-HTlB and 5-HTlD 
agoniats/antagonists useful as antimigraine drugs) 
RN 442548-33-6 CAPLUS 
CN 4H-l-Benzopyran-2-carboxamide, 
N-[4- (IH-imidazol-l-yl) phenyl] -8- (4-methyl- 

1-piperazinyl) -4-0X0- (SCI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
5-HTlD 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 



CN, 
GH, 



2002:539472 CAPLUS 
137:93772 

Preparation of piperazicvylchromenones as 5-HTlB 

agonists/antagonists useful as drugs. 
Chapdelaine, Marc; Davenport, Timothy; 

Harkus; Horchler, Carey/ McCauley, Johni Pierson, 

Edward; Sohn, Daniel 

Astrazeneca Ab, Swed. 

PCT Int. Appl., 150 pp. 

CODEN: PIXXD2 

Patent 

English 



APPLICATION NO. DATE 

WO 2002-SE69 20020115 

EG, BR, BY, BZ, CA, CH, 



AE, AG, AL, AM, AT, AU, A2, BA, 

CO, CR, CU, CZ, DE, DK, DH, DZ, EC, EE, ES, FI, GB, GD, GE, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, 

LS, LT, LU, LV, HA, MD, HG, MK, HN, Mtf, MX, M2, NO, NZ, OM, 

PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TN, TR, TT, 

UA, UG, US, UZ, VN, YU, ZA, ZM, ZW, AM, AZ, BY, KG, KZ, MD, 



CH, 
TR, 



CY, DE, DK, ES, FI , FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, 
BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MB, HE, SN, TD, 



PRIORITY APPLN. INFO. 
OTHER SOURCE (S) : 



US 2001-252109P P 20010116 
SE 2001-3647 A 20011101 

MARPAT 137:93772 
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AB Title compds. [Is Rl - H, thiomethoxy, NHA, NA2, NHCOA, halOj OH, OA, 
cyano, aryl, (substituted) alJcyl, cycloalkyl, etc. ; A = (substituted) 
alkyl, cycloalkyl, alkenyl, alkynyl; R2 - (substituted) piperazinyl, 
homopiperazinyl, aminoalkylamino, aminoheterocyclyl, 

heterocyclylamino; R6 

= H, Me; Y - CONH, CONA, CSNH, CH2C0, CH2NA, piperazinylcarbonyl, 
S-membered heterocyclylene, etc.; R7 = (substituted) mono- or bicyclic 
aryl, heterocyclyl] , were prepd. Thus, 

B- (4-methyl-l-piperazin-l-yl) -4- 

oxo-4H-chromene-2-carboxylic acid hydrochloride (prepn. given) in 

DMF/EtaN 

was treated sequentially with l-hydroxybenzotriazole, 
0- (IH-benzotriazol-l- 
yl) -N,N,K' ,N' -pentamethyleneuronium tetraf luoroborate, 
4-dimethylarainopyridine, and 4- (4-morpholinyl) aniline (prepn. given) 



the range 0.006-5.5 mg/kg in a screen for reversal of hypothermia in 
guinea pigg, 
IT 442548-33-6? 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of piperazinylchromenones as S-HTIB 5-HTlD 
agonists /antagonists 

useful as drugs) 
RN 442548-33-6 CAPLUS 
CH 4H-l-Benzopyran-2-carboxamide, 
N-[4- (IH-imidazol-l-yl) phenyl] -8- (4-methyl- 

1-piperazinyl) -4-oxo- (9CI) (CA IHDEX NAME) 



0 




ir 



Lll ANSWER 3 OF iZ CAPLUS COPYRIGHT 2003 ACS 



ACCESSION NUMBER: 
DOCUMENT NUMBER! 
TITLE: 
and 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. HUM. COUNT : 
PATENT INFOSMATION: 



2002:539471 CAPLUS 
137: 109205 

Preparation of 4-oxo-4H-chromene-2-carboxamides 

related compounds as antagonists or agonists of 
serotonin 5HT1B and 5HT1D receptors 
Chapdelalne, Harcf Davenport, Timothyi 

Harkusi Horchler, Careyi McCauley, John; Pier son, 

Edward; Sohn, Daniel 

Astrazeneca Ab, Swed. 

PCT Int. Appl., 147 pp. 

CO DEN: PIXXD2 

Patent 

English 



WO 2002055012 A2 20020718 

WO 200205S012 A3 20021114 

W: AE, AG, AL, AM, AT, AU, fl2, BA, 



PATENT NO. KIND DATE APPLICATION NO. DATE 

WO 2002-SE6a 20020115 

BG, BR, BY, B2, CA, CH, 

CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, ES, FX, GB, GD, GE, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, 

LS, LT, LU, LV, MA, MD, MG, MK, HN, Htf, MX, MZ, NO, NZ, CM, 

PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TN, TB, TT, 

UA, UG, US, UZ, VN, YU, ZA, ZM, ZW, AH, AZ, BY, KG, KZ, HD, 



OTHER SOUJICE(S) : 



GH, GM, KE, LS, Mtf, HZ, SD, SL, SZ, TZ, UG, ZM, ZW, AT, BE, 

Cy, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, 

BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, 

Al 20030116 US 2002-&m6 20020116 

US 2001-262107P P 20010116 

SE 2001-3650 A 20011101 

WO 2002-SE68 W 20020115 
HARPAT 137:109205 
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AB Title compds. 1 and their pharmaceutically acceptable salts [Rl ■■ H, 
alkyl, cycloalkyl, thiomethoxy, etc.; R2 ■ NR3R3; R3 independently - 

H, 

(un) substituted alkylamine e.g., alkyl, alkenyl, alkynyl 
amino-heterocycle, etc; R3-R3 - (un) substituted cycloalkylamine or 
amino-heterocyclo e.g., alkyl, alkenyl, alkynyl, etc; R5 = H, 0, S, 

etc. ; 

R6 " H, He; B7 - (un) substituted mono-, or bicylo- arom., 
{uTi) substituted 

heterocycle; X - 0, N, NH, S; Y - COHH, NHCO, CSNH, etc.] were prepd 

with 

the proviso that multiple bonds are sepd. from each other by at least 

one 

single bond. For eKample, condensation of 
4-o«o-4K-chTomene-2-carboKylic 

acid II e.g., prepd. f rom diethylacetylenedicarboKylate and 
2-bromo-4-f luorophenol in 5 steps, and 4-morpholin-4-yl-phenylainine 
provided preferred 4-oKO-flH-chromene-2-carboxaniide III. The utility 

of 

the coEcpds. of the present invention were tested using a guiaea pig 
hypothermia test, ED50 values for compds. I range from 0.006-5.5 
mg/kg . 

Compds. I are disclosed to be antagonists or agonists of serotonin 

5HT1B 

and 5HT1D receptors (no data provided) . Also I are claimed for use 
in the 

treatment of gastrointestinal disorders, cardiovascular regulation, 

motor 

disorders, etc.. 
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IT 442548-33-tfP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; prepn. of 4-oKo-4H-chromene-2-carboxamides and 

related 

compds. as antagonists or agonists of serotonin 5HT1B and 5HT1D 
receptors) 
BN 442548-33-6 CAPLUS 
CN 4H-l-Ben2opyran-2-carboRamide, 
W-(4-(lH-imidazol-l-yl)phenyl3-S- (4-methyl- 

1-piperazinyl) -4-oxo- (9CI) (CA INDEX NAME) 




I If 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



Fairfield 

PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2002:314932 CAPLUS 
136:325418 

Preparation of condensed flavatis as bactericides 
Afshar, Mohammad Michel; Morley, Stephen David; 
Murchie, Alastair I ain Hami Iton; Drysdale, Martin 
James; Potter, Andrev John; Bower, Justin 

Ribotargets Limited, UK 

PCT Int. Appl., 66 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 
WO 2002032891 



KIND DATE 



APPLICATION NO. DATE 



Al 



20020425 



AE, AG, AL, AM, AT, AU, A2, BA, 

CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, ES, FI, GB, GD, GE, 

GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, LC, LK, 

LS, LT, LU, LV, HA, MD, HG, MK, MN, MW, MX, HZ, NO, NZ, PH, 

PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TH, TR, TT, TZ, UA, 



DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, HC, NL, PT, SE, TR, 

By, 

BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 
AU 2002010686 AS 20020429 AU 2002-10686 20011018 

PRIORITY APPLN. INFO.: GB 2000-25581 A 20001018 

US 2000-241403P P 20001018 

US 2000'255484P P 20001214 

GB 2001-423 A 20010108 

VS 2001-260444P P 20010109 

US 2001'267506P P 20010208 

WO 2O01'GB4641 V 20011018 
MARPAT 136:325418 



OTHER SOURCE (S) 
GI 
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AB Title compds. (e.g.. If R ■ <un) substituted Ph] were prepd. as 
bacterial 

protein translation inhibitors. Thus, resorcinol was cyclocondensed 

with 

cyclohexanone to give I (R - C6H3 (OH) 2-2, 4] . Data for biol. 
activity of 

title compds. were given. 
IT 415709-03-4P 

RL; PAC {Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic uae) J BIOL (Biological study); PKEP (Preparation); USES 
(Uses) 

(prepn. of condensed flavans as bactericides) 
RN 415709-03-4 CAPLUS 
CH Benzanu.de, 

2, 4-dihydro}iy-N-[3- <lH-imida20l-l-yl)propyl] -5- (1 ' , 3' , 4 ' , 9' a- 

tetrahydro-6' -hydroKy3piro(cyclohexane-l, 9 ' - [9H1 xantheci] -4' a(2'H) -ylj- 
(9CI) (CA INDEX NAME) 




THERE ARE 9 CITED REFERENCES AVAILABLE FOR 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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ACCESSION NUMBER: 2002:136806 CAPLUS 

DOCUMENT NUMBER: 137;S3977 

TITLE; Liquid-phase combitiatocial synthesis of 

diPNA-arginine 

conjugates 

AUTHOR{S); LerouK* Mary-Lorene? Di Giorgio, Christcphe; 

Patino, 

Nadiai Condom, Roger 
CORPORATE SOURCE: Laboratoire de Chimie Bio-Organique, UMR 6001, 

Universite de Nice Sophia-Antipolis, Nice, 

F-0610e, 

Fr. 

Tetrahedron Letters (2002) , 43 (9) , 1641-1644 
CODEN: TELEAV; ISSN: 0040-4039 
Elsevier Science Ltd. 
■Journal 
English 

CASREACT 137:93977 



SOURCE: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (S) : 

AB Considering the promising anti HIV activity displayed by some 

diPHA-arginine conjugates, a library haa been generated to det. the 
target(3) and mode(3) of action of these presumed multi targets drugs 

and 

to optimize the antiviral properties of lead compds. This librai-y has 
been prepd, using a combinatorial liq. -phase strategy, involving 
easily 

available N-protected PNA dimeric backbones as building blocks. 
IT 441778-91-2P 44n7a-92-3P 44177B-93-4P 

441778- 96-7P 441779-01-7P 44X779-0«-2P 

441779- Q7-3P 441779-08-4? 441779-09-5P 
44l779-10-eP 441779-11-9P 441779-12-OP 
441779-13-1? 441779-14-2P 441779-15-3? 
441779-16-4P 441779-17-5P 441779-ie-6P 
441779-23-3P 441779-24-4P 441779-29-9P 
441779-30-2P 441779-35-7P 441779-36-flP 

RL: CPU (ConJjinatorial preparation); CRT (Combinatorial reactant) j RCT 
(Reactant); CMBI (Combinatorial study); PREP (Preparation); RACT 
(Reactant 

or reagent) 

(liq. -phase combinatorial synthesis and anti HIV activity of 

diPNA-arginine conjugatesj 
RN 441770-91-2 CAPLUS 
CH L-Ocni thine, 

N- {6- ■[ [2-amino-6- (phenylmethoxy) -9H-purin-9-yl3 acetyl] - 4, 10- 
dioJto-12-phenyl-il-o«a-3, 6, 9-triazadodec-l-yl] -N- 1 (2- 

propenyloKy)carbonyllglycyl-4-aniinobutanoyl-N5-[ [ [ (3, 4-dihydro-2, 2, 5,7, 8- 
pentamethyl-2H-l-benzopyran-6-ylJ sulf onylj amino] iminomethyl] -, methyl 
ester (9CI) {CA INDEX NAME) 

Absolute stereochemistry. 
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RN 441778-92-3 CAPLUS 
ON L-Ornithine, 

N-[ 6- [ [2-amino-6- (phenylmethoxy) -9H-purin-9-yl] acetyl} -4,10- 

dioxo-12-phenyl-ll-oxa-3,6, 9-triazadodec-l-yl] glycy 1-4 -aminobutanoyl -N5- 
[ [ [ £3, 4-dihydro-2, 2,5, 7, 8-pentamethyl-2H-l-benzopyran-6- 
yl) sulfonyl] amino] iminomethyl] -, methyl eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Ph''''^0 




CN L-Orni thine, 

N-[ [2-amino-6- (phenylmethoxy) -9H-purin-9-yll acetyl] -N-[6-[ [2- 

amino- 6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -4, lO-dioxo-12-phenyl-ll-oxa- 

3, 6, 9-triazadodec-l-ylJ glycyl-4-aminobutanoyl-N5- [ [ [ (3, 4 -di hydro- 2, 2, 5, 7,8- 
pentamethyl-2H-l-ben2opyran-6-yl) sulfonyl] amino] iminomethyl] -, methyl 
ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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<CH2)3,^N-^, <CH2)3^ 




RM 441778-96-7 CAPLUS 
CN L-Orni thine, 

N- ( 6- ( C 6- [bis ((1,1 -dimethy le thoKyl carbonyl] amino] -9H-purin-9- 

yl] acetyl] -4, 10-di oko-12 -phenyl-ll-oKa-3, 6, 9-triazadodec-l-yll -H- [ (2- 

propenylOKy) carbonyl] glycyl-4-aininobutanoyl-N5- [ ( ( (3, 4 -dihydro-2, 2,5,7,8- 
pentamethyl-2H-l-ben2opyran-6-yl) sulfonyl] amino] iroinomethyl] methyl 
eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




X 




NH 0 0 He 



RN 441'779-01-7 CAPLUS 
CN L-Orni thine, 

N- (6-[ [6-(bis[ (1, l-dimethylethoKy) carbonyl] amino] -9fi-purin-9- 

yi] acetyl] -4, 10-dioKO-12-phenyl-ll-oxa-3, 6, 9-triazadodec-l-yl] glycyl-4- 
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aminobutanoyl-N5-E [ i (3, 4-dihydro-2, 2, 5, 7, 8-pentame thyl-au-l-benzopyran-e- 
yl) sulf onyl] amino] iminomethylj - , methyl ester (9CI) (CA INDEX NAHE) 

Absolute stereochemiatry. 
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H H 




RN 4 41779-06-2 CAPLUS 
CN L-Ornithine, 

N-( [2-amino-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -N-(6-[ [6- 
{bisE (1, 1-dimethylethoKy) carbonyl] amino] -9H-purin-9-yl) acetyl] -4, 10-dioxo- 
12-phenyl-ll-o3la-3, 6, 9-triazadodec-l-yl] glycyl-4-aminobutanoyl-N5-E [[(3,4- 
dihydro-2,2, 5, 7 , 8-peatamethyl-2H-l-benzopy^an-6- 
yl) sulf onyl] amino] iminonethyl] methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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BN 441779-07-3 CAPLUS 
CN L-Ornithine, 

N-[ [2-aniino-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -N-[6-[ [4- 

[bi3[ (1, l-dimethyletho»y) carbonyl] amino} -2-oxo-l (2H) -pyrimidinyl] acetyl] - 

4, 10-diQKo-^2-phenyl-ll-oxa-3,e,9-tcia^;a^lod«c-l-yLlglycyl-4-arainobutanoyl- 
N5-[ [ [ (3, 4-dihydro-2,2, 5, 7, 8-pentamethyl-2H-l-benzopy^an-6- 
yl) sulf onyl] amino] imnomethyl] -, methyl ester (SCI) (CA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 

pW'^o 




0 



Lll ANSWER & OF 42 CAPLUS COPYRIGHT 2003 ACS (Continued) 

PAGE 1-B 

Me 




RN 441779-08-4 CAPLUS 

CH L-Orni thine, H- [ [2-aTnino-6- (phenylmethosy) -SH-purin-S-yl) acetyl} -K- [6- 

[ {3, 4-dihydro-5-methyl-2, 4-dioxo-l (2H) -pyrimidinyl) acetyl] -4 , lO-dioxo-12- 

phenyl-ll-OKa-3, 6, 9-triazadodec-l-yl] glycyl-4-aminQbutanoyl-N5- [ [ [ (3,4- 
dihydro-2, 2, 5, 7, 8-pentamethyl-2H-l-benzopyran-6- 

yl) aulfonyl] amino] iminomethyl] methyl eater (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



PAGE 1-A 




0 
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RJJ 441779-09-5 CAPLUS 
CH L-Ornithine, 

N-I J2-aiiu.no-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -N-[6- 

[ (3,4-dihydrQ-2, 4-dioxo-l (2H) -pyrimidinyl) acetyl] -4, lO-dioxo-12-phenyl-ll- 
OKa-3, 6, 9-triazadodec-l-yl] glycyl-4-aminobutanoyl-N5- ( [ [ (3 , 4-dihydro- 

2,2,5, 7, 8-pentamethyl-2H-l-benzopyran-6-yl) sulfonyl} amino] iminomethyl) -, 
methyl ester (9CI) (OA INDEX NAME) 

Absolute stereochemistry. 



PAGE 1-A 
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RN 441779- lO-e CAPLUS 
CN L-Ocnithine, 

N-[ [2-amino-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -N-(6'{ (5- 
nitro-lH-indol-l-yl) acetyl] -4, 10-dioxo-12-phenyl-ll-o8a-3, 6, 9-triazadodec- 
l-yl] glycyl-4-aminobutanoyl-N5- [ [I (3, 4-dihydro-2,2,5, 7, 8-pentamethyl-2H-l- 
benzopyran-6-yl) sulf onyl] aminojiminomethyl] -, methyl eater (9CI) (CA 
INDEX NAME) 

Absolute Stereochemistry. 

PAGE 1-A 
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RN 441779-11-9 CAPLUS 
CN L-Ornithine, 

N-[6-[ [2-anu.no-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -4,10- 

dioxci-12-phenyi-ll-oxa-3,6,9-triazadod6c-l-yl]-H-[[6-[bis[ {1,1- 

dimethylethoxy) carbonyl] amino] -9H-purin.-9-yl] acetyl) giycyl- 4- ami nobutanoyl 

N5-[ [ [ (3, 4-dihydro-2, 2, 5, 7, B-pentamethyl-2H-l-benzopy^an-6- 
yl) aulf onylj amino] iminomftthyl] methyl eater (9CI) {CA INDEX NAME) 

Absolute stereochemistry. 

PAGE 1-A 




PAGE 1-B 




PAGE 2-E 

II II 
0 0 

RN 441779-12-0 CAPLUS 
CN L-Ornithine, 

N- [ [6- [bial (1, 1 -dime thy lethoKy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -N-(6-[ [6-[bi3[ (1, l-dimethylethoxy) carbonyl] amino) -9H-purin-9- 

yl] acetyl] -4, 10-dioxo-12-phenyl-ll-oxa-3, 6, 9-triazadodeG-l-yl] glycyl-4- 

andnobutanoyl-N5- [ [ [ (3/ 4 -di hydro- 2, 2,5,7, e-pentamethyl-2H-l-benzopyran-6- 
yl)3ulfonyl] amino] iminomethyl]-, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 0 o JIH 

\^// I H 



°=5 



H H 



Y 



RN 441779-13-1 CAPLUS 
CN L-Ornithine, 

N-[6-[ [4-(bi3[ (1, 1-dimethylethoxy) carbonyl] amino] -2-oxo-l (2H) - 

pyrimidinyl] acetyl] -4, 10-dio8o-12-phenyi-ll-o»a-3, 6^ 9-triazadodec-l-yl] -N- 

[ [6- [bis [ (1, 1-dimethylethQxyl carbonyl] amino] -9H-purin-9-yl] acetyl] glycyl-4- 

aminobutan.oyl-N5-[ [ [ (3, 4-dihydro-2, 2, 6, 7, S-pentamethyl-ZH-l-benzopyran-e- 
yl) sulf onyl] amino] iminomethyl] -, methyl ester (9CI) (CA INDEX "NAME) 

Absolute stereochemistry. 



0 

^x k 

N ^) N 




0 0 

1 X 

t-BuO N"""'^ OEu-t 



t-BuO,.,,_^^^0 

T 




0 N- -N, 



Y 



0 
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RN 441779-14-2 CAPLUS 
CN L-Ornithine, 

N- [ [6-[bi3( (1, l-dimethylethoxy) carbonyl] amino] -9H-purin-9- 

yl3 acetyl] -H- [6- [ (3, 4-dihydro-5-matbyl-2, 4-dioxo-l (2H) -pyrimidinyl) acetyl] 



4, 10-dioxo-12-phenyl-ll-OKa-3, 6, 9-triazadodec-l-yi]glycyl-4-aitiinobutanciyl- 
N5- [ [ E {3, 4-dihydro-2, 2, 5, 7, a-pentamethyl-2H-l-benzopyran-6- 
yl) sulf onyl] amino] iminomethyl] methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry- 
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RN 441779-15-3 CAPLUS 
CN L-Ornithine, 

N- [ [6- [bis[ (1 , 1-dimethylethoxy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -N- [6- [ (3, 4-dihydro-2, J-dioxo-l (2H) -pyrimidinyl) acetyl] -4, 10- 
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dioxo-12-phenyl-ll-oxa-3,6,9-triazadc)dec-l-yl] glycyl-4-aminoblJtanoyl-N5- 
[ E [ (3, 4-dihydro-2, 2, 5, 7, 8-pentamethyl-2H-l-benzopyran-6- 
yl) sulfonyl] amino] iminomethyl] -, methyl ester (9C1] (CA INDEX NAME) 

Absolute stereochemistry. 



O 0 
t-BuO OBu-t 




0 

) 



NH 0 0 Me 



Lll ANSWER 5 OF 42 CAPLUS COPYRIGHT 20O3 ACS (Continued) 

RN 441779-16-4 CAPLUS 
CN L-Ornithine, 

N- [ [6- [bi3[ (1 , 1-dimethylethoxy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -N- [6- [ {5-ni tro-lH-indol-l-yl) acetyl] -4, lO-dioxo-12-phenyl-ll- 
o«a-3, 6, 9-tria2adodec-l-yl] glycyl-4-arflinobutanoyl-N5- [ [ E (3, 4-dihydr< 

2,2, 5, 7, 8-pentamethyl-2H-l-benzopyran-6-yl) sulfonyl] amino] iminomethyl] -, 
methyl ester (CA IHDEX HAME) 

Absolute stereochemistry. 




Y' 



PAGE 2-A 
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RN 441779-17-5 CAPLUS 
CN L-Ornithine, 

N-[6-n2-anuno-6- (phenylmethoxy) -9H-purin-9-yl3 acetyl] -4, 10- 

dioxo-12-phenyl-ll-oxa-3, 6, 9-triasadodec-l-yll -N- [ [4-[bi3[ {1,1- 

dimethylethoKy) carbonyl] amino} -2-oxo-l (2H) -pyrimidinyl] acetyl] glycyl-4- 

aminobutanoyl-H5-l { [(3, 4-dihydro-2, 2, S, ^,B-pentamethyl-2H-l-taenzopy^an-6- 
yl) sulf onyl] amino] irninomethyl] -, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



X 




RN 441779-18-6 CAPLUS 
CN L-Ornithine, 

N- [ [4 - [bis [ {1, 1-dimethyiethoxy) carbonyl] amino] - 2-oxo-l (2H) - 

pyrimidinyl] acetyl 1 -H- [6- [ [6- [bis ( (1, l-dimethyletho«y) carbonyl J amino] -311- 
purin-9-yl] acetyl] -4, 10-dioxo-12-phenyl-ll-oxa-3, 6, 9-triazadodec-l- 

yl] glycyl-4-aminobutanoyl-N5-E I t (3, 4-dihydro-2, 2, 5, 7, B-pentamethyl-ZH-l- 
benzopyran-e-yl) sulf onyl] amino] iminome thyl] methyl ester (901) (CA 
INDEX NAHEt 

Absolute atereochemistry. 
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RN 4 41779-23-3 CAPLUS 
CN L-Ornithine, 

N- [6- [ [2-ainino-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -4 , 10- 
dioxo-12-phenyl-ll-oxa-3,6, 9-tria2adodec-l-yll -N-[ (3, 4-dihydro-5-methyl- 
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2,4-dio8o-l (2H) -pyrimidinyl) acetyl] glycyl-4-aminobutanoyl-N5- [ [[(3,4- 
di hydro- 2, 2,5/7, 8-pentamethyl-2H-l-ben2opyran-6- 

yl)3ulfonyli amino] iminomethylj-, m.ethyl ester (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



PAGE 1-A 




RN 4 41779-24-4 CAPLUS 
CM L-Ornithine, 

K-[6-[ [6-Ebi3[ (1, 1-dimethylethoxy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -4, 10-dioxo-12-phenyl-ll-oxa-3, 6, S-triazadodec-l-yl] -N- [ (3,4- 

dihydro-5-methyl-2, 4-dtoxo-l {2H) -pyrimidinyl) acetyl] glycyl-4-aminobutanoyl- 
N5- [ [ { {3,4-dihydro-2, 2, 5, 7, 8-pentamethyl-2H-l-benzopyran-6- 
yl}sulfonyLlaminoliminomethyll-, methyl ester (9CI) (CA INDEX WAME) 

Absolute stereochemistry. 
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CN L-Ornithine, 

RN 4 41779-29-9 CAPLUS N- ( 6- H 6- Ibis ( (1 , 1 -dimethylethoKy) carbonyll amino] -9H-purin-9- 

CN L-Orni thine, 

N-[6- [ [2-aiTiino-6- (phenylmethcsxy) -9H-purifi-9-yl] acetyl] -4, 10- yl] acetyl] -4, 10-dio«o-12-phsnyl-n-oKa-3, 6, 9-triazadodsc-l-yl] -N-[ (3,4- 

dihydro-2, 4-dioKo-l (2H) -pyrimidinyl) acetyl] g lycyl- 4- aminobutanoyl -N5- 
dioxo-12-phenyl-H-QX3-3,6, 9-triazadocleq-l-yl]-TJ~[(3,4-dihydro-2,4-dioxo- [ [ [ (3, 4-dihydro-2, 2 , 5, 7, 8-pentamethyl-2H-l-benzopy^an-6- 

l (2H) -pyrimidinyl) acetyl] glycyl-4-airdnobut.anoyl-H5- U tP. 4-dihydro- yl)3ulfonyll amino] iminonvethyl] -, methyl eater (9CI) (CA INDEX HAME) 

2,2, 5, 7, 9-pentamethyl-2H-l-benzopyran-6-yl) sulfonyl] amino] iminomethyl) - , Absolute stereochemistry, 

methyl eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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H H I 0 



NH 0 O H5 




RN 441779-35-7 CAPLUS 
CN L-OrnitMne, 

N- [6-[ [2-amino-6- (phenylmethoxy) -9H-purin-9-yl] acetyl] -4, 10- 
dioxo-12-phenyl-ll-oxa-3, 6, 9-triazadodec-l-ylJ -N- [ (5-nitro-lH-indol-l- 

yl) acetyl] glycyl-4-amlnobutanoyl-N5- [ ( [ (3, 4 -di hydro- 2, 2, 5,7, B-pentamethyl- 
2H-l-ben2opyran-6-yl) sulfonyl] amino] iminomethyl] -, methyl ester 

(9CI) (CA 

INDEX NAME) 

Absolute stereochemistry. 
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m 441779-36-8 CAPLUS 
CN L-Ornithine, 

N- [6- [ [6- [bis [ {1, 1-dimethylethoxy) carbonylj amino] -9H-purin-9- 

yl) acetyl) -4, 10-dioxo-12-pheElyl-ll-oxa-3, 6, 9-tria2adodec- 1-yl] -N- [ (5-nitrCi 

IH-indol-l-yl) acetyl] glycyl-4-anunobutanoyl -US- [ [ [ (3, 4-dihydro-2, 2, 5, 7,8- 
pentamethyl-2H-l-benzopyran-6-yl) aulfonyl) amino] iminomethyl] methyl 
ester (9Cl) (CA IMDEX KAMS) 

Absolute stereochemiatry. 




Y 



(CH2)3 
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200l!743977 CAPLUS 
136:295013 

Convergent strategies for the attachment of 
fluorescing reporter groups to peptide nucleic 

in solution and on solid phase 
Seitz, Oliver; Kohler, Olaf 
HPI for Molecular Physiology, Department of 

Biology and Institut fur Organische Chemie, 
Universitat Dortmund, Dortmund, 44227, Germany 

SOURCE: Chemistry--A European Journal (2001), 7(18), 

3911-3925 

CODEN: CEUJED) ISSN: 0947-6539 
PUBLISHER: Wiley-VCH Verlag GmbH 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB The site-selective conjugation of peptide nucleic acids (PNA) with 
fluorescent reporter groups is essential for the construction of 
hybridization probes that can report the presence of a particular DNA 
sequence. This paper describes convergent methods for the soln.* and 
solid-phase synthesis of multiply labeled PMA oligomers. The 

solid-phase 

synthesis of protected PSA enabled the s%lectiv& attachment of 
fluorescent 

labels at the C-terminal end (3' in DNA) which demonstrated that 
further 

manipulations on protected PNA ftagments are feasible. For the 
conjugation to internal sites, a method is Introduced that allows 
for the 

on-resin assembly of modified monomers thereby omitting the need to 
synthesize an entire monomer in soln. Furthermore, it is shown that 

the 

application of a highly orthogonal protecting group strategy in 
combination with chemoselective conjugation reactions provides 
access to a 

rapid and automatable solid-phase synthesis of dual labeled PNA 
probes. 

Real-time measurements of nucleic acid hybridization were possible by 
taking advantage of the fluorescence resonance energy transfer (FRET) 
between suitably appended fluorophoric groups. Analogously to 
DNA-based 

mol. beacons, the dual labeled PNA probes were only weakly 
fluorescing in 

the sthgle-stranded state. Hybridization to a complementary 
oligonucleotide, however, induced a structural reorganization and 
conferred a vivid fluorescence enhancement. 
IT 230S18-04-9P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; 

RACT 

(Reactant or reagent) 

(convergent strategies for attachment of fluorescing reporter 
groups to 

peptide nucleic acids in soln. and on solid phase) 
RN 230618-04-9 CAPLUS 

CN 2,5,8, 11, 14, n,20,23,26-Nonaazaheptacosanoic acid, 
8, 14-bis[(l,6-dihydro-6- 
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oxo-2-( [ (phenylmethoxy) carbonyl] amino] -9H-purin-9-yl] acetyl] -27-[ (3',6'- 
dihydroKy-3-o?iospiro[i5obenzo£\)ran-H3H) ,5' - [9H] Kan then] -5-yl) amino] ■ 

4, 10, 16, 22-tetraoKO-20- [ E2-oxo-4- [ [ (phenylmethoxy) carbonyl] amino] -1 (2H) - 
pyrimidinyl] acetyl] -27-thioxo-, 1, 1-dimethylethyl ester (9CI) (CA 

INDEX 

NAME) 



HH— C— 0-CH2- Ph 



O 0 0=C 

II II I ° 

t-BuO-C-IIH-CH2-C-NH-ai2-CH2-B II 

I Ph-CH2-0-C-NH 

. - a. 
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Preparation of N-heterocyclyl amide compounds as 
antagonists 

Yamada, Akira; Tomlshima, Hasaki; Hayashida, 

Imaoishi, Masashii Spears, Glen W.j Ito, Kiyotakaj 

Takahashi, Fumie* Miyake, Hiroshi 

Fujiaawa Pharmaceutical Co., Ltd., Japan 

PCT Int. Appl. , 239 pp. 

CODEN: PIXXD2 

Patent 

Japanese 



PATENT NO. 
WD 2001068585 



KIND DATE 



APPLICATION NO. DATE 



Al 



20010920 
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DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, HC, NL, PT, SE, TP., 

BJ, CF, CG, CI, CM, GA, GN, GW, ML, MR, HE, SN, TD, TG 

2001041128 A5 20010924 AU 2001-41128 20010313 

1264820 Al 20021211 EP 2001-91233B 20010313 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, HC, 



IE, SI, LT, LV, FI, RO, MK, CY, AL, TR 
PRIORITY APPLN. INFO.: JP 2000-70127 A 20000314 

JP 2000-305947 A 20001005 
WO 2001-JP1993 W 20010313 
OTHER SOURCE(S): CASREACT 135:2S7269> HARPAT 135:257269 

AB Amides compds. represented by the general formula R1-A-X-NHC0-Y-R2 

[wherein Rl is an optionally substituted heterocyclic group or 
optionally 

substituted phenyl; R2 is optionally substituted fused Ph, optionally 
substituted Ph, or optionally substituted thienyl; A is a group 
represented by the formula - (CH2) t- (0) m- or - (CR3R4)pNR5 (CO) n- 
(wherein R3 

and R4 each is hydrogen or R3 and R4 in combination form imino; B5 is 
hydrogen or lover alkyl; t is 0, 1, or 2; and p, m, and n each is 0 
or 1); 

X is optionally substituted phenylene or an optionally substituted, 
divalent, nitrogenous heterocyclic group; and Y is a bond, lower 
alkylene. 
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or lower alkenylene) and salts thereof are prepd. Theses amides 
include 

pheaylacetatnide, cinnamides, IH- indole- 7- carboxamides., 
3- (2-pyridyl) -Z-propenamides, 5-phenyl-2-thiophenecarboxamide3, 
9H-carbazolecarfaoKaraides, 3-phenyl-2-propenamides, 9H-f luorene-l- 
carboxamides, 2, 3-dihydrobenz(b] cxepine-4-carboxamides, 
lH-ben2o[b] thiepin-4-carboxaniide3, and 
3- ( lH-indal-3-yl) -2-propenamide3 . 

They are antagonists of 5-hytiroxytryptamine (5-HT), in particular 

5- HT2C, 

and are useful for the treatment of 5-HT-mediated diseases such as 

(!) 

central nervous system disorders in including anxiety, depression, 
obsessive-compulsive neurosis, migraine headache, anorexia, 
Alzheimer' a 

disease, sleep disorder, crver-eating, and panic, <2) withdrawal 
symptom 

caused by cocaine, ethanol, nicotine, and benzodiazepine, (3) 
schizophrenia, (4) spinal cord injury, and /or (5) head injury such 

as 

hydrocephalus. Thus, S0C12 was added to a soln. of (E) -4-phenyl-3- 
butenoic acid in benzene, heated under reflux for 1 h, and cooled, 
followed by adding 3- (imidazol-l-yl) aniline and Et3N, and the 
resulting 

mixt. was stirred at room temp, for 1 h to give 
(3E) -N-[3- (imidazol-1- 

yljphenyl] -4-phenyl-3-butenamide (I). I in vitro inhibited by 82% 

the 

binding of [3H1 inesulergine to 5-HT2c receptor which was prepd. from 

rat 

frontal lobe cortex. 
IT 3S15S2-23-0P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified} I SPN (Synthetic preparation) j THU (Therapeutic 

use) ; 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of H-heterocyclyl amide compds. as 5-HT antagonists for 
treatment of 5-HT-mediated diseases auch as central nervous system 
disorders, drug withdrawal symptom, schizophrenia, spinal code 

injury, 

and head injury) 
RN 361552-23-0 CAPLUS 
CN 2H-l-Benzopyran-3-carboxamide, 

6- chloro-N-(3- (4, 5-dimethyl-lH-imidazol-l- 

yl)phenylj- (9Cl) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER! 
TITLE! 

INVENTOR (S) ! 
PATENT ASSIGNEE(S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2001:360094 CAPLUS 
134:366874 

Preparation of dye-labeled imidazoquinolines and 
analogs as immunomodulators 

tfei, Ai-Pingj Tomai, Mark A.; Rice, Michael J. 

3M Innovative Properties Company, USA 

per Int. Appl., 31 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



VO 2001034709 



KIND DATE 



Al 



20010517 



AE, AG, AL, AM, AT, AT, AU, AZ, BA, 
CH, CR, CU, CZ, CZ, 



APPLICATION NO. 



WO 2000-US30366 20001103 



EG, BR, BY, BZ, OA, 
EE, ES, FI, 



MX, 



DE, DK, DK, DM, DZ, 

GB, GD, GE, GiH, GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, 

KR, KZ, LC, LK, LR, LS, LT, LU, LV, HA, HD, HG, HK, MN, MW, 

HZ, NO, N2, PL, PT, BO, RU, SO, SE, SG, SI, SK, SK, SL, TJ, 

TR, TT, TZ, UA, UG, UZ, VN, YU, ZA, ZW, AM, AZ, BY, KG, KZ, 

RU, TJ, TM 

BWi GH, GM, KE, LS, Ktf, HZ, SO, SL, S2, TZ, UG, ZW, AT, BE, CH, 

DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, TR, 

BJ, CF, CG, CI, CW, GA, GN, , GW, ML, HR, NE, SN, TD, TG 



PT, 



AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, HC, 



IE, SI, LT, LV, FI, RO, HK, CY, AL, TR 
US 2002120141 Al 20020829 US 2002-78645 20020219 

NO 2002001974 A 20020628 NO 2002-1974 20020425 

PRIORITY APPLN. IHFO.: US 1999-163724P P 19991105 

US 2000-705072 A 20001102 
VO 2000-US30366 W 20001103 
OTHER SOURCE (S) : HARPAT 134:366874 

GI 



NH2 




>-r2 
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AB Title compda. fl; Bl - ZR) R - dye reaidue; R2 - H, (un) subs tituted 
aikyl, 

(h9tero)aryl(alkyl), etc.; R3,R4 - H, halo, alkyl, allcoxy, etc.; R3R4 
atoms to complete a ring) Z - spacer group) , useful, inter alia, for 

detg. 

the binding and/or receptor sites of the mol3., were prepd. Thus, 
3-nitro-4-quinolinol was aminated by H2N {CH2) 4CHC02CM*3 and the 
reduced 

product cycLocondensed with MeOCH2CH2COCl to give, in 3 addnl. steps, 

I 

[Rl - (CH2)4NHR, R2 - CH2CH2CMe, R3K4 - CH:CHCH:CH] (II; R - H) which 

was 

amidated by fluorescein S-isothiocyanate to give II (R - CSHHZ1R5, R5 
6-hydroxy-3-oxo-3H-xanthen-9-yl, Zl " 3-carboxy-l, 4-phenylene) . Data 

for 

biol. activity of 1 prepd. I were given. 
IT 339545-42-5P 339545-44-7P 

RL: BAC [Biological activity or effector, except adverse)) BSU 
(Biological 

study, unclassified) ) SPN (Synthetic preparation) ; TKJ (Therapeutic 

use) ) 

BIOL (Biological study)) PREP (Preparation); USES (Uses) 
(prepn. of dye-labeled imidazoquinolines and analogs as 
immunoraodulatora) 
RN 33954 5-4 2-5 CAPLUS 
CN Thiourea, 

N- [4- [4-amino-2- (2-metho8yethyl) -lH-iraidazo[ 4, 5-c] qui noli n-1- 

yl] butyl] -N' - (3' , 6'-dihydroKy-3-oxospiro(i3obenzofuran-l (3H) , 9' - 
[9Hlxanthen]-5-yl)- (SCI) (CA INDEX NAME) 
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BN 339 545-44-7 CAPLUS 
CN Thiourea, 

N- [2- (4-aroina-2-butyl-lH-iTtiidazo[4, 5-cl qui no lin-l-yl) ethyl] -N' - 

(3',6'-dihydroj£y-3-oxospiro[i30benzofuran-l{3H) , 9' - [9H] xanthen] -5-yl) - 
(9CI) (CA INDEX NAME) 




THERE ABE 3 CITED REFERENCES AVAILABLE FOR 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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ACCESSION NUMBER: 2001:139775 CAPLUS 

DOCUMENT NUMBER: 134:296091 

TITLE: Synthesis and Properties of Peptide Nucleic Acids 

Containing a Psoralen Unit 
AUTHOR (S) : Oicamoto, AJcimitsu; Tanabe , Kazuhito; Saito, Isao 

CORPORATE SOURCE: Department of Synthetic Chemistry and Biological 

Chemistry, Faculty of Engineering, Kyoto 

University, 

CREST, Japan Science and Technology Corporation 

(JST) , 

Kyoto, 606-8501, Japan 
SOURCE: Organic Letters (2001), 3(6), 925-927 

CODEN: 0RLEF7; ISSN: 1523-7060 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 
OTHER SOURCE(S): CASREACT 134:296091 

AB We prepd. the psoralen PNA unit from 8-inetho8ypsoralen and synthesized 
various PNAs contg . psoralen by a typical tBoc method. PNAs contg. 
psoralen (P-PNA) at strand end formed a stable duplex with 

complementary 

DNA. The hybridization of P-PHA with complementary DNA resulted in a 
considerable decrease of the psoralen fluorescence. 
IT 33396B-94-8P 33396e-96-0P 33396e-98'2P 
333969-00-9P 

RL: PRP (Properties)) SPN (Synthetic preparation) ) PBEP (Preparation) 
(prepn. and DNA-hybridization characteristics of psoralen-contg. 
peptide nucleic acids) 
RN 333968-94-8 CAPLUS 

CN Peptide nucleic acid, (H- [1 ' -de (6-ainino-9H-purin-9-yl) -1 ' -[ (7-oko-7H- 
furo[3,2-g] [1] benzopyran-9-yl) oxy] ] A-G-T-T-C-C-G-C) -NH2 (9CI) (CA 

INDEX 

NAME) 
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N tT^N 



CH2-C->IH2 



(1K2 

CH2 

C=0 0 

I II 

S-CHZ-C- BK- ai2- ai2- N— ,9- CH2 "v^^" 

CH2 
C5I2 
NH 



CH2 

N jpCH2 J'^'^^Y' 

CH2 0 
CH2 



CH2 0 o^ir^o 



CH2 



,-C-C„2-Y" 
CH2 0 ^ 



1=0 
CH2 



CH2 0 ^ 
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CH2 
NH 



CH2 

I- CK2- CK2- KH2 
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PAGE 1-A 



1= 0 0 CH2- 

II I 

I- CH2- C-NH- CH2- CH2- N- C- CH2 N-v^N 

" T 
CH2 0 1^ 

ai2 




RN 333968-96-0 CAPLUS 
CN Peptide ciucLeic acid, 

(H-G-T-T-[l'-de (6-amino-9H-purin-9-yl) -!'-[ <7-oko-7H- 

furo[3, 2-g] (1] benzopyran-9-yl) oxy] JA-C-G-C) -NH2 (9CI) 



I C-CH2 

CK2 0 I 
CH2 



II I II I 

■ CH2- CH2- NH- C- CH2- N- CH2- CH2- NH- C- CH2- N- CH2- 
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CN Peptide nucleic acid, 

{H-G-T-T-C-C-[l'-da{6-amino-91I-purin-9-yl) -!'-( (7- 
PAGE 2-B 0KO-7K-f\iro[3,2-gHllbenzopyran,-9-ylJoKyllR-C)-NH2 (9CI) 

UAHE) 



PAGE 1-A 




CH2 

— CH2- NH- C= 0 I 

I C=0 

CH2 I 

I N-CH2-CH2-NH2 

N— CH2- CH2- Ntt2 I 

NH 

CH2 

PAGE 3 -A ' 



I 

O 




RN 333969-98-2 CAPLUS 
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CH2 0 o^fJ^o 



CH2 
CH2 

CH2 0 o^ir^o 
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CH2 

CH2 O 



CH2-C-NH2 ^^S^^^" 
- CH2- C— NH- CH2- CH2- N— C- CH2 N,. ^N 

'I T 
= 0 o II 




RN 333969-00-9 CAPLUS 
CN Peptide nucleic acid, 

(H-G-T-T-C-C-G-T-[l'-de(6-amino-9H-purin-9-yl)-l'- 

[ (7-080-7K-fijro[3,2-g] [l]benzopyran-9-yl) OKy] J A) -NH2 (9CI ) (CA INDEX 
NAME) 



CH2 
CH2 



rr" 



CH2 O ^ 



CH2 

CH2 O " 



H2N-CH2-CH2- 
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XN CH2-C-N 
^0 ° ?"2 



I 

tlH 

I 

CH2 
CH2 

^^y^^H CH2-C-N 



0 CH2 
0=C 



0 C3l2 



N — ai2-c— N 



PAGE fl-A 
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N C-CH2 ^-v^W 

CH2 0 ^ 



NH 
CH2 

N-CH2-C-NH2 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
nociceptin 

INVENTOR (S) : 

A.; 

Francis M. 

PATENT ASSIGNEE(S) : 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFOBMATION: 



2001:78241 CAPLUS 
134:131434 

Pceparatian of substituted pipecidines as 

receptor ORL-1 agonists for use in treating cou 
Tulshian, Deenj Ho, Ginny D.; Silverman, Lisa S. 
Matasi, Julius J.; Mcleod, Robbie L. ; Hey, John 

Chapman, Richard W.; Bercovici, Ana; Cuss, 

Sobering Corporation, USA 

PCT Int. Appl. , 95 pp. 

CODEN: PIXXD2 

Patent 

English 



APPLICATION HO. 



PT, 



tfO 2000-US1853 20000126 
B, BG, BR, BY, CA, CH. CN, CR, 



1-ATEWT NO. KIND DATE 

WO 2001007050 Al 20010201 

W: AE, AL, AM, AT, AU, AZ, BA, 

DE, DX, DH, EE, ES, FI, GB, GD, GE, HR, HU, ID, IL, IS, IS, 

KG, KR, KZ, LC, LK, LR, LT, LU, LV, MA, HD, MG, MK, MN, MX, 

NZ, PL, PT, RO, RU, SE, SG, SI, SK, SL, TJ, TM, TR, TT, TZ, 

UZ, VN, YU, 2A, AM, AZ, BY, KG, KZ, MD, RU, TJ, TM 

RW: GH, GM, KS, LS, Mtf, SD, SL, SZ, TZ, UG, ZST, AT, EE, CH, CY, 

DK, ES, FI, FH, GB, GR, IE, IT, LU, HC, KL, PT, SE, EF, BJ, 

CG, CI, CH, GA, GH, Gtf, HL, HR, HE, SN, TD, TG 

US 6262066 Bl 20010717 US 1999-359771 19990726 

EP 1200087 Al 20020502 EP 2000-904560 20000126 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, HC, 



BR 2000012801 
JP 2003505420 
US 2001011092 
US 6455527 
NO 2002000392 
PRIORITY APPLN. IHFO. 



OTHER SOURCE (S) : 



IE, SI, LT, LV, FI, RO, HK, CY, AL 



20020507 
20030212 
20010902 
20020924 
20020325 



BR 2000-12801 
JP 2001-511934 
US 2001-769824 



HO 2002-392 
US 1999-359771 
US 1998-94240P 
WO 200O-US1853 
MARPAT 134:131434 



20000126 
20000126 
20010125 

20020125 
A 19990726 
P 19980727 
V 20000126 
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AB The title compda. JI; XI - (un) substituted alkyl, cycloallcyl, aryl, 
etc. ; 

X2 • CHO, CN, (un) substituted NH2, etc.j or XI ■ (un) substituted 
benzofusad tieterocyclyl and X2 - Kt or XI and X2 together form an 
optionally benzofused spiro heterocyclyl groupj R1-R4 - H, alkyl) or 

(Rl 

and R4) or (R2 and R3) or (Rl and R3) or (B2 and R4) together can 
form an 

alkylene bridge; Zl ■ (un) substituted alkyl, aryl, heteroaryl, etc.; 

22 • 

Zl; Z3 - H, alkyl; or Z1-Z3, together with the carbon to which 

they are 

attached, form bicyclic aatd. or unsatd. rings] and their 
pha rma ceu ti ca lly 

acceptable salts, useful as ORL-1 receptor agonists for the 
treatment of 

cough, alone or in combination with one or more agents for the 
treatment 

of cough, allergy or asthma symptoms, were ptepd. and formulated. 

Thus, 

reacting 4-hydroiiy-4-phenylpiperidine with 
. alpha. -bromodiphenylraethane in 

the presence of K2C03 in CH3CH afforded 90* II which showed Ki of 13 

nM 

against ORL-1 receptor binding. 
IT 25tfS41-57-SP 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified) i SPK (Synthetic preparation) ; THU (Therapeutic 

use) I 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of substituted piperidines as nociceptin receptor ORL-1 
agonists for use in treating cough) 
BN 256941-57-8 CAPLUS 
CN 1,3, B-Triazaspi ro[4 . 5] decan-4-one, 
3- [2- (butylamino) ethyl] -8- (3, 4-dihydro- 

2H-l-benzopyran-4-yl)-l-phenyl- {9Cr) (CA INDEX NAHE) 




CH2-CH2- NHBu-n 



0 



REFERENCE COUNT: 4 THERE ARE 4 CITED REFERENCES AVAILABLE FOR 

THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE BE 

FOBMAT 
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ACCESSION NUMBER: 2000:881146 CAPLliS 

DOCUMENT NUMBER: 134:42136 

TITLE: Preparation of aminoalkyl substituted 

benzodioxan, 

benzofuran or benzopyran derivatives for treating 
conditions which are related to impaired fundic 
relaKatl on 

INVENTOR(S): Van Emelen, Kristof; De Bruyn, Marcel Frans 

Leopold 

PATENT RSSIGHEE(S) : Jansaen Eharmaceutica K.V. , Belg. 

SOURCE: PCT Int. Appl., 31 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 



KIND DATE 



APPLICATION NO. PATE 



PT, 



WO 200007S136 Al 20001214 WO 2000-EP4746 20000523 

W: AE, AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, CA, CH, CN, 

CU, C2, DE, DK, m, DZ, EE, ES, FI, GB, GD, GE, GH, GM, HR, 

ID, IL, IN, IS, JP, KE, KG, KP, KB, KZ, LC, LK, LR, L3, LT, 

LV, HA, MD, HG, MK, MN, MW, MX, NO, NZ, PL, PT, RO, RU, SD, 

SG, SI, SK, SL, TJ, TM, TR, TT, TZ, UA, UG, US, UZ, VN, YU, 

ZW, AM, AZ, BY, KG, KZ, MD, RU, TJ, TH 

RW: GH, GM, KE, LS, Mtf, MZ, SD, SL, SZ, TZ, UG, ZW, AT, BE, CH, 

DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, HC, NL, PT, SE, BF, 

CF, CG, CI, CM, GA, GN, GW, ML, MR, NE, SN, TD, TG 

BR 2000011237 A 20020305 BR 2000-11237 20000523 

EP 1187829 Al 20020320 EP 2000-940267 20000523 

Ri AT, BE, CH, DE, DK, ES, FR, GB, GB, IT, LI, LU, NL, SE, MC, 



IE, SI, LT, LV, FI, RO 
JP 2003501427 T2 20030114 JP 2001-502419 20000523 

EE 200100639 A 20030217 EE 2001-639 20000523 

NO 2001005903 A 20011203 NO 2001-5903 20011203 

PRIORITY APPLN- IHFO. : EP 1999-201747 A 19990602 

WO 2O0O-EP4746 W 2O0OO523 
OTHER SOURCE(S): MARPAT 134:42136 

GI 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT 

AB The title compds. [I; Alkl - (un} substituted alkanediyl, 
alkylcarbonyl. 
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carbonylalkyl, etc.; Alk2 - alkylcarbonylalkyi, (un) substituted 
alkanediyl, etc; Z1Z2 - OCHR4Ctt2, OCHR4CH20, OCHR4CH2S, etc.; R1-R3 

- H, 

alkyl, OH, etc.; or when Rl and R2 are on adjacent carbon atoms, Rl 
and R2 

taken together may form (CH2)3, (CH2)4, OCH2CH2, etc.; R4 - H, alkyl, 
phsnylmethyl, etc.; R6 - H, phenylmethyl; R5 = II-IV (wherein X - 0, 

s, 

NR9, CHN02; Y - 0, S; R7 - H, allcyl, cycloalkyl, etc.; R8 - alkyl, 
cycloalkyl, Ph, phenylmetYiyl ; B9 = CH, alkyl, cycloalkyl, etc.; RIO = 

H, 

alkyl; Q = (CH2)2, (CH2)3, CH2C0, etc.), etc.] and their 
pharmaceutical ly 

acceptable acid addn. salts, useful as a medicine, in particular for 
treating conditions which are related to impaired fundic relaxation, 

were 

prepd. E.g., a multi-step synthesis of the pyrimidinone V.HCi which 
showed the mean max. change of 5 mL in vol. on relaxation of the 
fundus, 

during the 1 h observation period after i.d, administration at 0.63 
mg/kg, 

was given. 
IT 312933- 47 -4» 

RL: BAC (Biological activity or effector, eKcept adverse); BSU 
(Biological 

study, unclassified) ; RCT (Reactant) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); RACT 
(Reactant or reagent); USES (Uses) 

(prepn. of aminoalkyl substituted benzodioxan, benzofuran or 
benzopyran 

derivs. for treating conditions which are related to impaired 

fundic 

relaxation) 
RN 312933-47-4 CAPLUS 

CN 2, 4-Imidazolidinedione, 1- [3- [ ( (3, 4 -dihydro-2H-l -benzopyran- 2- 

yl)methyll (phenylmethyl) amino) -2-hydroxypropylJ - (9CI) (CA INDEX 

NAME) 



Ph-CH2 OH 
I I 
CK2- »- CH2- CH- CH2- 



H 



IT 312933-4e-5P 312933-50-9P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic 

use] ; 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of aminoalkyl substituted benzodioxan, benzofuran or 
benzopyran 
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derivs. for treating conditions which are related to impaired 

f undic 

ralaKationJ 
BH 312933-46-5 CAPLUS 

CN 2,4-Imidazolidinedione, l-[3-[ [ (3, 4-dihydro-2H-l -benzopyran-2- 
yl)methyl]aminol-2-hydroxypropyl]-, monohydrochloride (9CI) {CA 

INDEX 

NAME) 



CH2- NH- CH2- CH- CH2- 



N^N 



312933-50-9 CAPLUS 

2,4-Iniidazolidinedion,e, l-[3-[ [ (3, 4-dihydro-2H-l-be^2opyran-3- 
yl) methyl] amino] -2-hydroxypropyl) monohydrochlqride (9CI} (CA 



012- NH— CH2- CH- CH2' 



u 

N^NH 

H 



THERE ARE 2 CITED REFERENCES AVAILABLE FOR 
RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
labelled 



CAPLUS COPYRIGHT 2003 ACS 
2000:520837 CAPLUS 
133:282060 

Strategies for ttia synthesis of f luorescently 
PNA 



SOURCE: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE : 
OTHER SOURCE (s; 



Liu, Xiaohai; Balasubramanlan, Shankar 
Department of Chemistry, University of Cambridge, 
Lensfield, Cambridge, CB2 lEtf, UK 
Tetrahedron Letters (2000), 41(32), 6153-6156 
CODEK: TELEAY; ISSN: 0040-4039 
Elsevier Science Ltd. 
Journal 
Englisli 

CASREACT 133:282060 
A simple and effective strategy for prepg. fluorophore- labeled PNA ia 
described. A C-terminal S-t-butylmercaptocystBinB-derivatized PNA was 
prepd. on solid-phase using Fmoc chem. Selective deprotection of the 
S-t-butylmercapto group on-bead, allowed the free thiol to be reacted 

with 

a fluorophore derivatized via an i odoacetamido or maleimido linker. 
Subsequent cleavage and sidechain deprotection yielded C-terminal 
labeled 

PNA in good yield and purity. Dual labeled PNA was also prepd. by- 
using 

both C-terminal (-SH) and N-terminal (-NH2) labeling chemistries. 
IT 29942B-50-5DP, resin-bound 2S942e-5i-fipp, resin-bound 
299'428-54-9DP, resin-bound 29942B-S5-0DP, resin-bound 
RL: BCT (Reactant) i SPN (Synthetic preparation) ; PREP (Preparation) ; 

PACT 

(Reactant or reagent) 

(prepn. of K- or C-terminal f luorescently labeled PNA under 
solid-phase 

synthetic conditions) 
RH 299428-50-5 CAPLUS 

CN Peptide nucleiO acid, ( [4- [3, 6-bis (dimethylamino) H3nthyliuni-9-yl] -3- 
carboxybenzoyll -T-A-G-G-G) -3- [ ( 1, 1 -dimethylethyl) dithio] -Ala-OH (9CI) 

{CA 

INDEX NAME) 
Absolute stereochemistry. 




RN 29942B-51-6 CAPLUS 

CN Peptide nucleic acid, ( [ 4- (3< *-bis (dimethylamino) xanthylium-9-yl] -3- 
carboKybenzoyl] -T-A-G-G-G) -Cys-OH (9CI) (CA INDEX NAME) 
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PAGE 2 -A 




CO2H 0 



m 299428-54-9 CAPLUS 

CN Peptide nucleic acid, ( [3- [3, 6-bis (dimethylamino) xanthylium-9-yl) -4- 
carboKybenzoyl] -T-A-G-G-G) -3-[ ( 1, l-dimethylethyl)dithioJ -Ala-OH 

(9CI) (CA 

INDEX NAME) 

Absolute stereochemistry. 
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' PAGE 2-A 



0 



PAGE 2-B 




PAGE 2-C 



IT 299428-47-OP 299426-48-1? 299428-52-7P 
299428-53-8P 

RL: SPH (Synthetic preparation) ; PREP (Preparation) 

(prepn. of N- or C-terminal f luorescentiy labeled PNA under 
solid-phase 

synthetic conditions) 
BN 299428-47-0 CAPLUS 

CN Peptide nucleic acid, (H-T-A-G-G-G) -S- [ (3R) -1- (4- [3, 6- 

bis (dinethylamino) Kanthyliuni-9-yl] -3-carboxyphfinyl] -2, 5-dioxo-3- 
pyrrolidinyl] -Cya-OH, inner salt (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 29942B-48-1 CAPLUS 

CN Peptide nucleic acid, (H-T-A-G-G-G) -S-[ (3S) -1- [4- [3, 6- 

bis (dimethylamino) xanthylium-9-ylJ -3-carbQityphenyl] -2, 5-dio80-3- 
pyrrolidinyD-Cys-OH (9CI) (CA INDEX NAME) 

PAGE 1-B 



Absolute stereochemistry. 
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RN 299428-52-7 CAPLUS 

CN Peptide nucleic acid, ( [4 - [3, 6-bis (dimethylamino) Kanthyliurii-9-ylJ - 3- 

carboxybanzoyl] -T-A-G-G-G) -S- [2- [ (3' , 6' -dihydroxy-3-ojtospiro [isobenzofuran 

1 {3H) ,9' -[9H]xanthen] -5-yl) amino] -2-oxoethyl] -Cya-OH (9CI) (CA INDEX 
HAHE) 

Absolute stereochemistry. 



PAGE 1-A 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
wi th 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:415473 CAPLUS 
133:36025 

Silver halide elemenca containing yellow couplers 
improved dye stability 

Lussier, Barbara B, t Proseus, Michael J, 

Eastman Kodak Co., USA 

U.S., 17 pp. 

CODEN: USXXAM 

Patent 

English 



PATENT NO. 



APPLICATION NO. 



US 6077658 
EP 1018668 
EP 1018668 
EP 1018668 



20000620 
20000712 
20001025 
20020327 



US 1999-216777 
EP 1999-20415S 



19991218 
19991206 



R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, 



PT, 



IE, SI, LT, LV, FI, RO 
CN 1258020 A 20000628 CN 1999-126420 19991217 

JP 2000181034 A2 20000630 JP 1999-360930 19991220 

PRIORITY APPLK, INFO.: US 1998-216777 A 19981218 

OTHER SOURCE{S): MARPAT 133:36025 

AB This invention relates to a photog. element comprising a silver halide 
emulsion layer having assocd. therewith a yellow dye-forming coupler 

which 

is an acylacetanilide compd. comprising an alkoxy or aryloxy 
substi tuent 

ortho to the nitrogen atom on the acetanilide ring said ring further 
comprising a substituent contg. a chroman ether group. 
IT 273937-26-1 

RL; DEV (Device component use); USES (Uses) 

(photog. Ag halide elements contg. yellow couplers with improved 

dye 

stability) 
RN 273937-26-1 CAPLUS 

CN 1-Imidazolidineacetamide, N- [5-[ [2-[ [3, fl-dihydro-2, 2, 4-trimethyl-7- 
(l , 1, 3, 3-tetramethylbutyl) -2H-l-ben2opyran-6-yl] oKy] -l-oxooctyl] amino] -2- 
methoxyphenyl] -.alpha. - (2, 2 -dimethyl -1-oxopropyl) -2, 5-dioKo-3- 
(phenylmethyl) - (9CI) {CA INDEX NAME) 
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/ 

Ph-CH2 



He3C~CH2 

\2,Me 



jj j O Me— (Q! 

C'^ N CH- C~ NH — rT-'^^^^^l NH- C- CH- 0- 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



DOCUMENT TYPE: 
LANGUAGE! 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:161121 CAPLUS 
132:207763 

Preparation of b«t\iopyran, tetrahydroquinolicie, 
pyrano[2, 3-b] pyridine, and indan derivatives as 
potassium channel inhibitors 

Lloyd, John; Finlay, Heather J.; Vaccaro, Wayne; 

Atwal, Karnail; Gross, Michael F.; Spear, Kerry L. 

Bristol-Myers Squibb Company, USA 

PCT Int. Appl., 210 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



WO 2000012077 Al 20000309 



APPLICATION NO. DATE 



WO 1999-US18599 19990816 
BG, BR, BY, CA, CH, CK, CO, CZ, 



AL, AH, AT, AU, A2, BA, 
DK, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, 



IS, 



TM, 
RU, 



CA 2341678 
AU 9956753 
AU 754204 
EP 1109544 



KE, KG, KP, KR, K2, LC, LK, LB, LS, LT, LU, LV, MD, MG, MK, 

MW, MX, NO, NZ, PL, PT, RO, BU, SD, SE, SG, SI, SK, SL, TJ, 

TR, TT, UA, UG, U2, VN, ¥U, ZA, Ztf, AM, AZ, BY, KG, KZ, MD, 

CH, CY, DE, 

ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, CF, 
CI, CH, GA, GH, GW, ML, HR, NE, SN, TD, TG 



20000309 
20000321 
20021107 
20010627 



EP 1999-943714 



PT, 



JP 2002523451 
US 6150356 
US 6511977 
PRIORITY APPLN. IWO.; 



OTHER SOURCE tS) : 



AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, 
IE, SI, LT, LV, FI, RO 



20020730 JP 2000-567195 19990816 

20001121 US 1999-375955 19990817 

20030128 US 2000-670285 20000925 

US 1998-98709P P 19980901 

WO 1999-US18599 W 19990B16 

US 1999-375955 A3 19990817 
HARPAT 132:207763 
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AB The title cornpds. (I) [wherein A, B, and D - independently CH or N; 
R - H, 

(aryl) alkyl, alkenyl, aryl, (hetero) cycloalkyl, or cycloalkylalkyl) 

Rl - 

(aryl) alkyl, aryl, alkenyl, heterocyclo, NRS-heterocyclo, 
{hetero} cycloalkyl, cycloalkylalkyl, or (un) substituted amino; or B 
and Rl 

taken together with the N-S atoms ■ a 5- to 8-membered ring; R2 •■ H, 
(aryl) alkyl, acyl, carboKyinethyl, carbamoylmethyl, etc.; R3 and R4 - 
independently - H, (aryl) alkyl, cycloalkyl, or R3 and R4 taken 
together 

with the C to which they are attached form a 5- to 8-membered ring; 

RS - 

H, (aryl)alkyl, alkenyl, aryl, or cycloalkyl (alkyl) ; XI - (CR3R4}n, 

0, 

NR5, S, 5(0), S02, -OCR3R4-, -NR5CR3R4-, -SCR3R4-, -S{0)CR3R4', or 
-S02CR3R4-; n - l-3i X2 - single bond, NRS, or 0; Q " substituted 
NHCHiNCN, acyl, (un) substituted sulfamoyl, or substituted 

heterocyclol 

were prepd by soln. phase or solid phase synthesis as 

antiarrhythmics. 

For fiKample, II was formed in a 3-3tep sequence involving: (1) 
sulfonylation of (trans) -4-amino-3, 4-dihydro-2, 2-dimethyl-6-cyano-2H- 
benIopyran with 4-et-hylbetvzen.esulfonyl chloride (85%), (2) 

hydrolysis of 

the nitriie to the carboxylic acid using aq. Na202 (33»), and (3) 
amidation with 1, 2, 3, 4- tetrahydro-l-naphthylamine (51»). I block the 
delayed rectifier voltage-gated K+ channel (IKur) and are therefore 
useful 

in the prevention and treatment of cardiac arrhythmia (no data) . 
IT 260398-39-ep 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 
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study, unclassified) s SPN (Synthetic preparation) ; THU (Therapeutic 

use} ; 

BIOL (Biological study); PREP (Preparation); USES (Uses) 
(target compd.; prepn. of arylsulf amido benzopyran, 
tetrahydroquinoline, pyrano(2, 3-b) pyridine, and indan derivs. by 

soln. 

phase or solid phase synthesis as potassium channel inhibitors for 

the 

treatment of arrhythmia) 
RN 260398-39-B CAPLUS 

CH 2H-l-Een2opyran-6-carboxandde, 4-1 [ (4-ethylphenyl) sulf onyl] amino] -3,4- 
dihydro-3-hydroKy-N- [3- (IH'imidazol-l-yl) propyl] -2, 2-dimGChyl-, 
(3R,4S)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




Et 



REFERENCE COUNT: 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR 

THIS 
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FORMAT 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
same 
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LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2000:98525 CAPLUS 
132:137396 

Phenylazole coit^iQunds, process for producing the 

and drugs for hyperlipemia 

Umeda, Nobuhico; Hochizuki, NobuO; Uchida, 

Nishibe, Tadayukj; Yamada, Hirokasu; I to, 

Horikoshi , Hiromi 

Nippon Soda Co., Ltd., Japan 

PCT Int. Appl., 92 pp. 

CODEN: PIXXD2 

Patent 

Japanese 

1 

APPLICATION HO. DATE 



PT, 



PATENT NO. KIND HATE 

WO 2000006550 Al 20000210 

tf: AE, AL, AM, AT, AU, AZ, BA, 

DE, DK, EE, ES, FI , 6B, GD, GE, GH, <3M, HR, KU, ID, IL, IN, 

KE, KG, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV, HD, MG, KK, 

HW, MX, KO, NZ, PL, PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, 

TR, TT, UA, UG, US, U2, VN, YU, ZA, 2W, AM, AZ, BY, KG, KZ, 

RU, TJ, TM 

Rtf; GH, GM, KE, LS, Mtf, SD, SL, SZ, UG, ZW, AT, BE, CH, CY, DE, 

ES, FI, FR, GB, GR, IE, IT, LU, HC, Ml, PT, SE, EF, BJ, CF, 

CI, CM, GA, GN, Gtf, ML, MR, NE, SN, TD, TG 

CA 2339123 AA 20000210 CA 1999-2339123 19990729 

AU 9949297 Al 20000221 AU 1999-49297 19990729 

AU 7S336D B2 20021017 

EP 1101759 Al 20010523 EP 1999-933152 19990729 

R! AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LO, NL, SE, MC, 



JP 20QO29O28O 
JP 2000261656 
JP 20002B1658 
US 6342516 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



IE, SI, LT, LV, FI, RO 



20001017 JP 1999-216581 

l2 20001010 JP 1999-221789 

,2 20001010 JP 1999-221790 

il 20020129 US 2001-744786 

JP 1998-218316 A 

JP 1998-222157 A 

JP 1999-16846 A 

JP 1999-19670 A 

JP 1999-24318 A 

WO 1999-JP4070 tf 
MARPAT 132:137396 



19930730 
19990S04 
19990804 
20010126 
19980731 
19980805 
19990126 
19990128 
19990201 
19990729 
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Rl I 




AB Phenylpyrazole and phenylimidazole compds. represented by general 
formula 

(I; wherein A represents (un) substituted imidazolyl or pyrazolyl; B 
represents (un) substituted (CH2)k or (CH:CH)k; Y - bond, 0, S, S02, 

CO, 

0CH2, Cl-5 alkyl- (un) substituted NHCO or KH; 2 - (un) substituted and 

satd. 

or unsatd. heterocycle contg. 1 to 4 N, 0 or S atoms, (un) substituted 
benzoquinonyl or naphthoquinonyl) or pharmaceutically acceptable salts 
thereof are prepd. Claimed are drugs for hyperlipemia which contain 

these 

compds. I as the active ingredient. Among all, compds. wherein Z is 
substituted chroinan-2-yl, 2,3-dihydrobenEofuran-2-yl, etc. have an 
effect 

of inhibiting the formation of lipid peroxides too. Thus, 
6-hydrDxy-2, 5,7, 8-tetramethylchron\an-2-carboHylic acid, 
1- (4-aminophenyl) imidazole 4.0, 1- (3-dimethylaminopropyl) -3- 
ethylcarbcrtiiiitiide hydrochloride 2.82, l-hydtoxybenzotriazole 2.72 g, 

and 

2.5 mL Et3N were added to 30 mL DHF and stirred at room temp, for 20 

h to 

give title compd. (II). II and 
H-E4- (imidazol-l-yll phenyl] -1-inethy 1-3- 

pyrrrolecarboKanu.de (III) at 25 mg/kg p.o. lowered total serura level 

of 

cholesterol 40 and 75\, resp., and serum triglyceride level by 62 and 
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256650- 70-5P 256««0-72-7P 256S60-74-9P 
256660-76-lP 256660-77-2P 25«660-e5-2P 
25S6fiO-8e-5P 256660-91-OP 256660-92-lP 
256660-93-2P Z56661-21-9P 256661-S2-6P 

256651- 70-eP 256661-92-4P 2506fi2-O2-9P 

RL: BAC (Biological activity or effector, except adverse)* BSU 
(Biological 

study, unclassified) ) SPN (Synthetic preparation) j THU (Therapeutic 

use) I 

BIOL (Biological study)* PREP (Preparation); USES (Uses) 

(prepn. of phenylazole compds. as hypolipidemics and inhibitors of 
lipid peroxide formation) 
RN 256660-54-5 CAPLUS 
CN 2H-l-Benzopyran-2-carboxamide, 
3,4-dihydco-6-hydroxy-N-[4-(lH-imidazol-l- 

yl)phenyll-2,5,7,$-tetramethyl- (&C1) (CA INDEX NAME) 




Ma 



RN 256660-58-9 CAPLUS 

CN 2H-l^Benzopyran-2-C3rbo«amida, 

3, 4-dihydco-6-hydroxy-H-t2-[ [4- (IH-imidazol- 

1-yl) phenyl] aminoI-2-oxoethylJ -N, 2, 5, 7, B-pentamethyl- (9CI) (CA 

INDEX 

NAME) 




RN 256660-68-1 CAPLUS 

CN 2H-l-Benzopyran-2-carboxamide, 

3, 4-dihyciro-6-hydroxy-H- [4- (lH-imidazol-1- 

yl)phenyl]-2,5,7,8-tetramethyl-, (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 256660-70-5 CAPLUS 

CN 2H-l-Benzopyran-2-carb08amide, 

3, 4-dihydro-6-hydroi{y-N- [4 - (lH-imidazol-1- 

YHphenyll-2,5,7,8-tetcamethyl-, (2S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 256660-72-7 CAPLUS 

CH 2H-\-BBnzopyran-2-acetamide, 

3, 4-dihydro-6-hydroxy-M- [4- (IH-imidazol-l- 

yl)phenyl)-2,5,7,8-t6tramethyl- (SCI) (CA INDEX NAME) 




RN 256660-74-9 CAPLUS 
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CN 2H-l-Ben2opyran-2-propanamide, 

3, 4-dihydro-6-hydroxy-N- [4- (lH-imidazol-1- 

yl)phenyll-2,5,7,8-tetramHthyl- (SCI) (CA INDEX NAME) 




RN 256660-76-1 CAPLUS 

CN 2H-l-Benzopyran-2-propanamide, 

3, 4-dihydro-6-hydroKy-N-[4- (lH-imidazol-1- 

yl)phenyi]-.alpha.,2,5,7,8-pentainethyl- (9CI) (CA INDEX NAME) 




RN 256660-77-2 CAPLUS 
CN 2H-l-Benzopyran'2-carboxamide, 
3, 4-dihydro-6-hydroxy-N-E6-[ [4- (IH-imidazol- 
l-yl) phenyl] amino] -6-oxohejryl] -2, 5, 7, 8 -tetramethyl- (9CI} (CA INDEX 

NAME) 




RN 256660-8 5-2 CAPLUS 

CN 2H-l-Eenzopyran-2-carboxamide, 

6- (benzoyloxy) -3, 4-dihydro-N- [6- [ {4 - (IH- 

imidazol-l-yl) phenyl] amino] -6-oxohexyl] -2,5, 7, 8 -tetramethyl- (9 CI) 

(CA 

INDEX NAME) 
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RN 256660-98-5 CAPLUS 

CN 2H-l-Benzopyran-2-carboxamide, 

3, 4-dihydro-6-hydroxy-M-[5-[ (4- (IH-imidazol- 

1-yl) phenyl] amino] -5-oxopentyl] -2,5,7, 8 -tetramethyl- (9CI) (CA INDEX 

NAME) 




RN 256660-91-0 CAPLUS 

CN 2H-l-Benzopyran-2-carboKamide, 

6- (acetyloxy) -3, 4-dihydro-N- [4- {IH-iraidazol- 

l-yl)phenyl]-2,5,7,B-tetramethyl- (9CI) (CA INDEX NAME) 




RN 256660-92-1 CAPLUS 

CN 2H-l-Benzopyran-2-carboxamide, 

3, 4-dihydro-6-hydroxy-N- [3- (lH-imidazol-1- 

yl)pWenyl]-2,5,7,«-tetramethyI- (9CI) (CA IHDEX HAHE) 




He 
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RN 256660-93-2 CAPLUS 

CN 2H-l-Benzopyran-2-carboKamide, 

3, 4-dihydro-6-hydroxy-«-l2- (lH-imidazol-1- 

yl)phenyl3-2,5,7,e-tetraraethyl- (9CI) (CA INDEX NAME) 




He 



RN 256661-21-9 CAPLUS 
CN 2H-l-Benzopyran-2-carboxamide, 
3,4-dihydro-N-[4- (iH-imidazol-l-yl) phenyl] - 
(9CI) {CA INDEX NAME) 




RN 256661-52-6 CAPLUS 

CN 4H-l-Benzopyran'-2-carboxaniide, N-[ 4 - (IH-iitiidazol-l-yl) phenyl] - 4-oxo- 
OCI) 

(CA INDEX NAME) 




RN 256661-70-8 CAPLUS 

CN 2H-l-Benzopyran-3-C3rboxamide, N- (4- (IH-imidazol-l-yl) phenyl] -2-oxo- 
{9CI) 

(CA INDEX NAME) 
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RN 256661-92-4 CAPLUS 

CN Acetamide, N- (4- (IH-imidazol-l-yl) phenyl] -2- [ (4 -oxo-4H-l-benzopyran-2- 
yljoxy]- {9CI) (CA INDEX NAME) 




RN 256662-02-9 CAPLUS 

CN Acetamide, N- [4- (IH-imidazol-l-yl) phenyl] -2- [ (4 -me thyl-2-oKo-2H-l- 
benzopyran-7-yl)oKyJ- (9CI) (CA INDEX NAME) 




Me 
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ACCESSION NUMBERt 
DOCUMENT NUMBER: 
TITLE: 
affinity 

INVENTOR (S) : 



Francis M. 

PATENT ASSIGNEE(S): 

SOURCE: 

DOCUMENT TYPS: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT; 
PATENT INFORMATION: 



2000:98519 CAPLUS 
132:137290 

Preparation of piperidine derivatives as high 

Uganda for nociceptin receptor ORL-1 

Tulshian, Deen; Hq, Ginny D.; Silverman, Lisa S. 

Mataai, Julius J.> HcLeod, Robbie L. / Hey, John 

Chapman, Richard W. ; Bercovici, Ana; Cuss, 

Schering Corporation, USA 

PCT Int. Appl., 88 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



WO 2000006545 



Al 



20000210 



WO 1999-US14165 19990726 



tf: AE, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY, CA, CH, CN, CZ, 

DK, EE, ES, FI, GB, GD, GE, HR, HU, ID, IL, IN, IS, JP, KG, 

KZ, LC, LK, LR, LT, LU, LV, MD, MG, HK, MN, MX, NO, HZ, PL, 

RO, RU, SE, SG, SI, SK, SL, TJ, TM, TR, TT, UA, UZ, VN, YU, 

AM, AZ, BY, KG, KZ, MD, RU, TJ, TM 

EW: GH, GH, KE, LS, MW, SD, SL, S2, UG, ZV, AT, BE, CH, CV, DE, 

ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, BF, BJ, CF, 



CI, CM, GA, 

CA 2338206 Ai 

AU 9952056 A 

BR 9912495 A 

EP 11007S1 A 

R: AT, BE, CH, 



GW, ML, MR, NS, SM, TD, TG 
20000210 CA, 1999-2338206 19990726 

20000221 AU 1999-52056 19990726 

20010502 BR 1999-12495 19990726 

20010523 EP 1999-937174 19990726 

DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, 



IE, SI, FI, RO 

JP 2002521472 T3 20020716 JP 2000-562351 19990726 

EP 1258244 Al 20021120 EP 2002-18161 19990726 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, 

PT, 

IE, SI, FI, RO, CY 
NO 2001000467 A 20010326 MO 2001-467 20010126 

PRIORITY APPLN. INFO.: US 1998-122878 A 19980727 

EP 1999-937174 A3 19990726 
WO 1999-US14165 W 19990726 
OTHER SOURCE(S): MARPAT 132:137290 

GI 
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AB Compda. of formula I [ wherein: the dotted line represents an optional 
double bond; XI - (un) substituted alkyl, cycloalkyl, aryl, heteroaryl 

or 

heterocycloalJcyl; X2 - CHO, CN, optionally substituted amino, alkyl, 

or 

aryl; or XI - (un) substituted benzofused heterocyclyl and X2 » H) or 
XI and 

X2 together form an optionally benzofused spiro heterocyclyl group; 

Rl, 

R2, R3 and R4 - independently H and alkyl, or (P,l and R4) or (R2 and 

R3) 

or (Rl and R3) or (R2 and R4) together can form an alkyiene bridge of 

1 to 

3 carbon atomsj Zl * (un) substituted alkyl, aryl, heteroaryl, 
cycloalkyl 

or heterocycloaikyl, or C02(alkyl or substituted amino) or CN; Z2 - H 

or 

Zl; Z3 - H or alkyl; or Zl, 22 and Z3, together with the carbon to 

which 

they ace attached, form bicyclic satd. or unsatd. rings] or 
pharmaceutically acceptable salt or solvate thereof useful as 
nociceptin 

receptor inhibitors for the treatment of pain, anxiety, cough, asthma, 
depression, and ale. abuaa are disclosed. Compd. II showed the Ki 

value 

of 13 nM in an in vitpo test for ORL-1 receptor binding assay. 

Formulations are given. 
IT 256941-57-aP 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 
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Study, unclasaifiedj ) SPN (Synthetic preparation) ; THU (Therapeutic 

use) ; 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn- of piperidine derivs. as high affinity Uganda for 
nociceptin 

receptor ORL-1) 
RN 256941-57-8 CAPLUS 
CN l,3,B-Trtaza3ptro[4 .51d«can-4'Qna, 
3- [2- (butylamino) ethyl] -8- (3, 4-dihydro- 

2H-l-bBnzopyran-4-yl)-l-phenyl- (9CI) (CA INDEX NAME) 




CH2-'CH2-NHBu-n 



THERE ARE 12 CITEP REFERENCES AVAILABLE 
RECORD. ALL CITATIONS AVAILABLE IN THK RE 
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ACCESSION HUMBER: 
DOCUMENT number: 
TITLE: 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE! 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



199&:39«180 
131:44735 

Preparation of aminoalkylben 



:opyran3 and analogs 



gastric fundus relaxants 

Wigerinck, Piet Tom Bert Paul; Verschueren, 
Gaston; Schroven, Marc Francis Josephine; Di 

Marc Frans Leopold 

Janssen Pharmacautica N.V., Belg. 

PCT Int. Appl., 49 pp. 

CODEH: PIXXD2 

Patent 

English 

1 



PATENT NO. 



tfO 9929687 Al 19990617 

W: AL, AM, AT, AU, AZ, BA, BB, 



Ft, FR, 



KIND DATE APPLICATION NO. DATE 

WO 199e-EP7771 19981127 

\G, BR, BY, CA, CH, CK, CU, CZ, 

GB, GE, GH, GM, HR, HU, ID, IL, IS, JP, KE, 

LK, LR, LS, LT, LU, LV, MD, MG, MK, HN, MW, 

RO, RU, SD, SE, SG, SI, SK, SL, TJ, IH, TR, 

VN, YU, ZW, AM, AZ, BY, KG, KZ, MD, RU, TJ, TH 

MW, SD, SZ, UG, ZW, AT, BE, CH, CY, DE, DK, 

IE, IT, LU, MC, NL, PT, SE, BF, BJ, OF, CG, 



CM, GA 
US 6133277 
CA 2311669 
AU 9924127 
KM 748669 
EP 1036073 



ES, FX, 

KZ, LC, 

PL, PT, 

US, UZ, 

KE, LS, 

GB, GR, 

GN, GW, 



ML, HR, NE, 
20001017 
19990617 
19990628 
Z0020606 
20000920 
AT, BE, CH, DE, DK, ES, FR, 



SN, TD, TG 

US 1998-192686 19981116 

CA 1993-2311669 19981127 

AU 1999-24127 19981127 

EP 1998-966603 19981127 
GB, GR, IT, LI, LU, NL, SE, MC, 



PT, 



IE, SI, 
BR 9814256 
EE 200000328 
JP 2001525407 
ZA 9811081 
NO 2000002074 
US 6495547 
PRIORITY APPLN. INFO 



OTHER SOURCE (S) : 



LT, LV, FI, RO 

A 20001003 

A 20010815 

T2 20011211 

A 20000622 

A 20000602 

Bl 20021217 



BR 1998-14256 19981127 
EE 2000-20000032819981127 

JP 2000-524281 19981127 

ZA 1998-11081 19981203 

NO 2000-2074 20000419 

US 2000-641485 20000818 

EP 1997-203808 A 199712Q5 

US 1998-192686 A3 19981116 

WO 1998-EP7771 W 19981127 



MARPAT 131:44735 
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AB Title compds. [I; R " Z1AR5; Rl - H or 1-3 of halo, alfcyl, alkoxy, 
etc, f 

R4 - H or allcyl; R5 « N-attached oxodiazacycloalkyl, etc.; R6 » H, 
alkyl, 

CH2Ph, alkoxycarbonyl, etc.; 2 - (CH2) 1-3, 0CH2, CH:CH, CHR3, etc.; 
R3R4 - 

bond; Zl - CO, alley lene, etc.; Z2 - alkylene; Z3 - 

piperidine-l,n-diyl] 

were prepd. Thus, (R) -3, 4-dihydro-2H-l-benzopyran-2-ylniethyl 
methanesulf onate (prepn. given) was aminated by 1- (3- 
aminopropyl) tetrahytiro-2 (IHI-pyrimidinone to give I [R • Rl = H, R4 ■ 
CH21JH(CH2)3R5, R5 - 2-oxotetrahydro-l-pyrimidinyl] . Data for biol. 
activity of I were given. 

IT 227297-12-3P 227297-13-4P 2272S8-09-1P 
227298-10-4P 227466-B6-6P 22746«-8e-BP 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic 

use) ; 

BIOL (Biological study); PREP (Preparation); USES (Uses) 

{prepn. of aminoalkylbenzopyrans and analogs as gastric fundus 
relaxant?) 
KN 227297-12-3 CAPLUS 

CN 2-Iinidazolidinone, l-[3-E [ [ (2R) -3, 4-dihydro-2H-l-ben^opy^an-2- 
yl] me thyl] aminojpropyl] -, ethanedloate (1:1) (9CI) (CA INDEX NAME) 



Absolute stereocheitdstry . 



(CH2)3 A 
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0 0 

II II 
HO- C- C- OH 

EN 227297-13-4 CAPLUS 

CN 2-Inu-dazolidinone, 1- [3- ( [ (3, 4-dihydro-2H-l-benzDpyran-2- 

yl) methyl) amino] propyl] -3-phenyl-, monohydrochloride (9CI) (CA INDEX 
NAME) 



j^^^jj^^"^^ (CH2)3 



BN 227298-09-1 CAPLUS 

CN Cyanamide, C^'E^- [ [ (3, 4-dihydro-2H-l-benzopyran-2- 

yl) methyl) (phenylmethyl) amino] propyl] -4, 5-dihydro-5-oxo-lH-imidazol-2-yl] - 
(9CI) (CA INDEX NAME) 



CH2- Ph 



l^^^jj^^^^j— CH2-N- (CH2)3' 



KN 227298-10-4 CAPLUS 

CN 2, 4-Imidazolidinedione, 3- [3- [ [ (3, 4-dihydro-2H-l-ben2opyran-2- 

yl)methyl]aminoJpropyli-, monohydrochloride [9CI) {CA INDEX NAME) 



|^^Jj^^°^^CH2-NH- (CH2)3- 



— N^NI 



• HCl 
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RN 227466-86-6 CAPLUS 
CN 2-Iinidazolidinone, 

1- [3- [ [ (2R) ~2~ [ (2R) -3, ■4-dihydro-2H-l-benzopyran-2-yl] -2- 

hydroxyethyllaminolpropyll-, rel- C9CI ) (CA INDEX KAHE) 

Relative stecftochemistry- 




RN 227466-88-8 CAPLUS 
CN 2-IniidazolidinonB, 

l-[3-[ [ (2B)-2-[ (2S)-3,4-dihydro-2H-l-ben2opyran-2-yl]-2- 

hydroxyethyl) amino) projjyll -, rel-, ethanedioate (1:1) (salt) (9CI) 

(CA 

INDEX NAME) 
CM 1 

CRN 227466-87-7 
CMF C17 H25 N3 03 

Relative stereochemistry. 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



0 0 
II II 
HO-C-C-OH 



REFERENCE COUNT: 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR 

THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE 

FORMAT 
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ACCESSION NUMEERi 
DOCUMENT NUMBER: 
lITLEi 
nucleic 

AUTHOR (S) : 
CORPORATE SOURCE: 
Karlaruhe, 



1999!352219 CAPLUS 
131:102535 

Solid phase synthesis of protected peptide 
acids 

Seit2, Oliver 

Institut fur Organische Chemie, Univeraitat 



Karlsruhe, D-76128 , Germany 
SOURCE: Tetrahedron Letters (1999). 40(22), 4161-4164 

CODEN: TELEAY; ISSN: 0040-4039 
PUBLISHER: Elsevier Science Ltd. 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB Boc/Z -protected PNA oligomers were synthesized on the solid phase. 
The 

use of the allylic HYCRON resin allowed for the application of both 

Boc- 

and Fmoc-protecting groups. Highest yields were obtained when the 
mononeric building block was synthesized on the solid phase rather 

than 

loaded as preformed unit. The selective attachment of fluorescent 
labels 

at the C-terrainal (3') end demonstrated for the first time that 
further 

manipulations on protected PNA fragments are feasible, 
IT 230Sie-04-9P 

RL; SPN (Synthetic preparation) ; PKEP (Preparation) 

(solid phase synthesis of protected peptide nucleic acids) 
RN 230618-04-9 CAPLUS 

CN 2, 5, 8, 11, 14, 17, 20, 23, 26-Nonaazaheptaco3anoic acid, 
8, 14-bis[[l,6-dihydro-6- 

oxo-2- [ [ (phenylmethoKy) carbonyl) amino] -9H-purin-9-yl] acetyl] -27- ( (3' , 6' - 
dihydro2fy-3-oj{03piro[i3obenzofuran-l {3H) ,9'-[9H]Kanthen]-5-yl) amino] - 

4,10, 16,22-tetraoxo-20-[ {2-oxo-4-[ [ (phenylmethoxy) carbonyl] amino] -1 (2H) - 
pyrimidinyl] acetyl] -27-thioKO-, 1, 1-dimethylethyi ester (9CI) (CA 

INDEX 

NAME) 
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CH2 

0 0 0=C 

II II I 

t-BuO- C- NK- CH2- C-tlH- CH2- CH2- N 

CH2 
0=C 



Ph— CH2-0- C-NH 




A 



I r 

CH2 CH2 



NH- C- 0- CH2- Ph 

0 
II 

Ph-CH2-0-C— NH 



I 



O— C N-CH2-C- NH- CH2 - CH2 — N- CH2- C 
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ACCESSION NUMBER: 
DOCUMENT TJUHBEB: 
TITLE: 
channel 

INVENTOR (S) : 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1999:219800 CAPLUS 
130:252243 

Sulfonamide-subst-itut-Bd chromans as potassium 
blockers 

Brendel, Joachim; Get-lach, UweJ Lang, Hans Jochenj 
tfeidmann, Klaus 

Hoechst Marion Boussel Deutschland Gmbh, Germany 

Eur. Pat. Appl., 67 pp. 

CODEN: EPXXDtf 

Patent 

German 



PATENT HO. 



KIHD DATE 



APPLICATION HO. 



Bi AT, 



PT, 



Al 19990331 EP 1998-117809 

Bl 20020410 
CH, DE, DK, ES, FB, GB, GB, IT, LI, LU, 



19900919 
NL, SE, MC, 



IE, SI, 
DE 19742509 
AT 215942 
ES 2175502 
CN 12129S4 
NZ 332029 
BR 9003974 
CA 2243074 
ZA 9808790 
NO 9004475 
AU 9087083 
AU 741810 
JP 11158170 
US 5955607 
PBI0R3TY APPLN. INFO. 
OTHER SOURCE (S) : 
GI 



LT, LV, FI, BO 

Al 19990401 

E 20020415 

T3 20021116 

A 19990407 

A 20000428 

A 200D05O9 

AA 19990326 

A 19990326 

A 19990329 

Al 19990415 

B2 20011213 

A2 19990615 

A 19990921 



MARPAT 130:252243 



DE 1997-19742509 

AT 1998-117B09 

ES 1998-117809 

CN 1998-119538 

NZ 1998-332029 

BB 1998-3974 

CA 1998-2249074 

ZA 1998-8790 

NO 1996-4475 

AU 1998-07083 

JP 1999-272167 

US 1996-160304 
: 1997-19742509 A 



19970926 
19980919 
19980919 
19980922 
19980924 
19980924 
1998 0925 
19980925 
19980925 
19980925 

19980925 
19980925 
19970926 




AB Sulf onylaminochromans I (Rl, R2 » H, (un) substituted alkyl, 
f Luoroalkyl, 

Ph; R1R2 - alkylene; R3 - (un) substituted alkyl, amino? B4 - 
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(un) substituted alkyl, acyl, carbamoyl, carboxyl; R5-B8 ■ H, halo, 
(un) substituted alkyl, Ph, OH, SH, aqryl, aminosgif onyl, carbamoyl; 

B9 - H, 

(un) substituted OH; B - H; R9B ■ bond] were prepd. for use as 
antiulcer 

and antidiarrheal agents and antiarrhythmics. Thus, 
5,2-He(HO)C6H3Ac was 

cyclized with Et2C0 to give 2, 2-diethyl-6-methyl-4-chrc'manone which 

was 

reducti-ifE ly aminated with HH40Ac, ethylsulEonylated, and treated with 
BrCH2C02Me, followed by ester hydrolysis and amidation to give the 
chroman 

II. II had an IC50 for human Isk protein binding of 1 .mu.H. 
IT 221619-74-5P 221«lS-79-0P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL 
(Biological 

study); PREP (Preparation); USES (Uses) 

(prepn. of sulfonaraide-substituted chromans as potassium channel 
blockers) 
RN 221619-74-5 CAPLUS 

CN Pentanamide, 5- [ (3, 4-dihydro-2, 2, 6-trimethyl-2H-l-benzopyran-4- 

yl) (ethylsulf onyl) amino] -N-E3- (iH-imidazol-l-ylJpropyl] - (9CI) (CA 

INDEX 

NAME) 



Me 




N S-Et 

I II 
0 

|CH2)4 
0=0 
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Me 




REFERENCE COUNT: 5 THERE ARE 5 CITED REFERENCES AVAILABLE FOR 

THIS 

RECOBD. ALL CITATIONS AVAILABLE IH THE RE 

FORMAT 



RN 221619-79-0 CAPLUS 

CN Acetamide, 2-[ (ethylsulf onyl) (6-f luo^o-3,4-dihydro-2,2-dimethyl-2If-l- 
benzopyran-4-yl) amino] -N- [3- (IH-imidazol-l-yl) propyl] - (9CI) (CA 

INDEX 

TJAHE) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
AUTHOR (S) : 
Patino, 

Aumelas, 

CORPORATE SOURCE: 
6001, 

F-0610a, 

SOURCE: 



1999: 140502 CAPLUS 
130:252655 

Synthesis of a new class of HIV~1 inhibitors 
Di Giorgio, Audrey Farese; Pairot, Sandrine; 

Nadiat Condom, Roger; Di Giorgio, Christophe; 

Andrd; Aubertin, Anne-Marie; Guedj, Roger 
Laboratoire de Chimie Bio-Organique, CNRS ESA 

UniversitB de Mice Sophia-Antipolis, Nice, 

Fr. 



PUBLISHER: 
DOCUMENT TYPE 
LANGUAGE 



Nucleosides k Nucleotides (1999), 18(2), 263-275 
CODEN: NUNUD5( ISSN: 0732-8311 
Marcel Deklcer, Inc. 
Journal 
English 

A new family of mols. was prepd. as potential inhibitors of the HIV-I 
Tat-TAR compleK. These compds. are constituted by dinuclaotide 
analogs 

(PHA dimers) bound, through a linker, to an arginine residua. In 

this 

series, several mols. inhibit viral development in cell culture with 

a 

micromolar IC50 values and without cellular toxicity until 200.mu.H 

IT 22166S-n-4P 22XS65-ie-5P 221««5-1»-6P 
221665-20-9P 

RL: RCT (Reactant) j SPN (Synthetic preparation) ; PREP (Preparation) ; 

RACT 

(Reactant or reagent) 

(prepn, of arginine-linked peptide nucleic acid derivs. as new 

HIV-1 

inhibitors) 
RN 221665-17-4 CAPLUS 
CN L-Ornithine, 

N-[6-[ (6-[bis( (1, 1-dimethylethoxy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -4, 10-dioxo-12-phenyl-ll-oita-3, 6, 9-triazadodec-l-ylJ -N-[ [1, 6- 

dihydro-6-oxo-2-[ (phenylinethyl) amino] -9H-purin-9-yll acetylj glycyl-.beta. - 
alanyl-N5- [ [ [ (3, 4-dihydro-2, 2, 5, 7, 8-pentamethyl-2H-l-bonzopyran-6- 
yl)sulfonylJ amino] iminomethyl]-, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 0 0 NH 

H H 



0 0 

X X 

t-BuO ^IT 0 
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I 




BN 221665-18-5 CAPLUS 
CN L-Ornithine, 

H-(6-[ [6-[bis[ (1, 1-dimethylethoxy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -4, 10-dioKo-12-phenyl-ll-oxa-3, 6, 9-triazadodec-l-yl] -N-[ [1,6- 

dihydro-6-oxo-2- I (phenylmethyl) amino] -9H-purin-9-yl] acetyl] glycyl-6- 

aminohexanoyl-NS- [ [ [ (3, 4-dihydro-2, 2, 5,7, 8-pentamethyl-2H-l-benzopyran-6- 
yl) sulfonyl) anu.no] iminomethyl] -, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




PAGE 1-B 

H 
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RN 221665-19-6 CAPLUS 
CN L-Ornithine, 

N- [ [6- {bis [ (1, 1-dimethylethoxy) carbonylj amino] -9H-purin-9- 

yl] acetyl) -N-[6-I [1 , 6-dihydro-6-OKO-2- [ (phenylmethyl) amino] -9H-purin-9- 

ylj acetyl] -4, 10-dioxo-12-phenyl-ll-oxa-3, 6, 9-triazadodec-l-yl] glycyl- 

.beta.-alanyl-N5-[ [ [ (3, 4-dihydro-2, 2, 5, 7, 8-pentamethyl-2H-l-benzopyran-6- 
yl) sulfonyl] amino) iminomethyl] methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



0 0 

1 1 

t-BuO U OBu-t 

c6 




I II 

H H 




PAGE 2-B 

II 
0 

RN 221665-20-9 CAPLUS 
CN L-Orni thine, 

N- [ [6- [bis [ {1, 1 -dimethyl ethoxy) carbonyl] amino] -9H-purin-9- 

yl] acetyl] -N- [6- [ [1, 6-dihydro-6-oxo-2- I (phenylmethyl) amino] -9H-purin-9- 

yl] acetyl] -4, 10-dioxo-12-phonyl-ll-OKa-3, 6, 9-triazadodec-l-yl] glycyl-6- 

aminoheHanoyl-NS- [ ( [ (3, 4-dihydro-2, 2, 5,7, 8-pentamethyl-2H-l-benzopyran-6- 
yl> sulfonyl] amino] iminomethyl] -, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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MeO ^0 




°-x^^"n.,,^^ OBU - 1 
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ACCESSION NUMBER; 
DOCUMENT NUMBER: 
TITLE: 
acyclic 

AUTHOR (S) i 
Dahl, 



Den. 

SOURCE: 

31S-322 



1998 !223e9'7 CAPLUS 
128:321856 

Svntheais and hybridization properties of an 

achiral pbosphonate DNA analog 

Kehler, Jam Henriksen, Ullai Vejbjecg, Helenei 

Otto 

Department of Chemistry, The H. C. Orsted 
University of Copenhagen, Copenhagen, DK-2100, 
Bioorganic S Medicinal Chemistry (1996), 6(3), 
-0896 



CODEH: BMECEP; ISSN: 096 
Elsevier Science Ltd. 
Journal 
English 



PUBLISHER; 
DOCUMENT TYPE; 
LANGUAGE: 
AB Protected 

N- (2-hydro8yethyl) -N- (nucleobase-acetyl) aminomethanephosphonic 

acids of all four DNA nucleobases have been prepd. and oligomerized 

by 

solid-phase synthesis. Four DNA decamers contg. 1-10 of these "PPNA" 
monomers were prepd. and evaluated by Tm measurements (medium salt) 

for 

binding to their DNA and RNA complements. One central modification 
reduced the binding strongly (. DELTA. Tm- -10. degree. C) , but 
contiguous 

PPHA monomers gave smaller effects, and the all-PPHA decamer bound 
to RNA 

With a . DELTA. Tm of -1 .2 .degree.C per modification. Thus PPKA 
oligomers 

are inferior DNA and RNA binders compared to the closely related and 
strongly binding PNA oligomers. 
IT 206a61-70-3p 2068S1-72-5P 206a61-75-BP 
206B61-79-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); 

llACT 

(Reactant or reagent) 

(synthesis and hybridization properties of an acyclic achiral 
pho9phonate DNA analog) 
RN 206861-70-3 CAPLUS 
ON Phosphonic acid, 

t [ [ [6- (benzoylamino) -9H-purin-9-yl] acetyl] (2- [ ( 9 -phenyl - 

9H-xanthen-9-yl)oj£y]ethyl]amino]methyl]-, dimethyl ester (9CI) (CA 

INDEX 

NAME) 
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C= 0 OMe 
i 1 
N-CH2- P-OHe 

CH2 0 

CH2 



RN 206961-72-5 CAPLUS 
CN PhtSsphonic acid, 

1 1 nif 6-dihydro-2- [ (2-methyl-l-OKopropyl) amino] -6-oxo-9H- 

purin-9-yl] acetyl] [2- [ (9-phenyl-9H-Kanthen-9-yl) oxy] ethyl) amino] methyl] - 
dimethyl eater (9CI) (CA INDEX NAME) 
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N rr N 



f If (M-C-Pr-l 



N-CH2— P-OMe 
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N n^M 



CH2 

C=0 OH 

i I 
N-CH2- P-OMe 

I II 

CH2 O 
CH2 



RN 206961-75-8 CAPLUS 
CN Phosphonic acid, 

1 1 [ (6- (benzoylamino) -9H-purin-9-yl] acetyl] [2- ( (9-phenyl- 

9H-xanthen-9-yl) oxy] eChylJ aniino]methyl] -, monomethyl ester, compd. 

with 

N,N-diothylethanamine (1:1) (9CI) (CA INDEX NAME) 
CM 1 



RN 206861-79-2 CAPLUS 
CN Phosphonic acid, 

[ [ E (l,6-dihydro-2-[ (2-methyl-l-oxopropyl) amino] -6-oxo-9H- 

purin-9-yl) acetyl] t2-[ (9-phenyl-9H-Kanthen-9-yl) oxy] ethyl] aminoj methyl] -, 
monomethyl ester, compd. with N,N-diethylethanamine (1:1) (9CI) (CA 

INDEX 
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CMF 034 H35 N6 08 P 
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IT IT NH-C-Pr-i 



P=0 OH 
I 

I- CH2- P- OHe 
II 

CH2 0 
CHZ 



CM 2 

cm 121-44-8 
CMF C6 H15 N 
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LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION! 

PATENT NO. 



CAPLUS COPYRIGHT 2003 ACS 
1997:499168 CAPLUS 
127:190649 

Preparation of 9-aralkyl-9-f luorenecarboKamides 
analogs aa microaomal triglyceride transfer 
inhibitors 

Biller, Scott A.; Dickson, John K. ; Lawrence, R. 
Michael; Magnin, David R. ; Pqss, Michael A.; 

Jeffrey A.) Slusarchyk, William A.; Sulsky, 

B.; Tino, Joseph A. 
Bristol-Myers Squibb Co., USA 
PCT Int. Appl., 615 pp. 
CODEN: PIXXD2 
Patent 
English 
1 
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KIND DATE 



APPLICATION NO. 



VO 9726240 Al 19970724 WO ig97-U5587 19970113 

V; AL, AM, AT, AU, A2, BB, BG, BR, BY, CA, CH, CN, CZ, DE, DK, 

ES, FI, GB, GE, HU, IL, IS, JP, KE, KG, KP, KR, K2, LK, LB, 

LT, LU, LV, MD, MG, MK, HN, MW, MX, NO, NZ, PL, PT, RO, RU, 

SE, SG, SI, SK, TJ, TM, TR, TT, UA, UG, UZ, VN, AM, AZ, BY, 



JCZ, HD, RU, TJ, TM 
RW: KE, LS, HW, SD, SZ, UG, AT, 



IE 



, CH, DE, DK, ES, FI, FR, GB, 
IT, LU, HC, KL, PT, SE, BE, BJ, CF, CG, CI, CM, GA, GN, 



MR, NE, SN, TD, TG 

CA 2236684 AA 19970724 CA 1997-2236684 19970113 

AU 9718285 Al 19970811 AU 1997-1S285 19970113 

AU 716729 B2 20000302 

CN 1209803 A 19990303 CN 1997-191713 19970113 

EP 904262 Al 19990331 EP 1997-903805 19970113 

R: AT, BE, CH, DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, 



PT, 

IE, FI 

BR 9707607 

JP 2000502355 

ZA 9700320 

NO 9803268 
PRIORITY APPLM. INFO. 



OTHER SOURCE(S) ! 



^ 19990727 BR 1997-7607 19970113 
:2 20000229 JP 1997-526127 19970113 

ii 19970715 ZA 1997-328 19970115 

^ 19980715 NO 1998-3268 19980715 

US 1996-10346P P 19960116 

US 1996-17224P P 19960509 

US 1996-30370P P 19961105 

WO 1997-US587 W 19970113 
MATIPAT 127:190649 




AB R2Z423ZZ2Z1R1 (Bl = H, { cyclo) alk (en) yl, alkony, (hetero) aryl (oxy) , 
etc. ; 

R2 - groups cited for Rl, haloalkyl, etc.; Z - CO, SOO-2, CR(OH); R - 

H, 

alkyl, aryl; Zl - (0- or NH-interrupted) (oxo) alk (En)ylene, etc.; Z2 - 
(un) substituted 9H-f luoren-9-ylidene, 9H-J{anthen-9-ylidene, etc. ; 23 - 
bon, 0, NR5f RS = H or alkyl: R2P.5 - atoms to form a ringj Z4 - bond, 
groups cited for Zl] were prepd as microsomal triglyceride transfer 
protein inhibitors (no data) . Thus, 9H-f luorene-9-carboxylic acid was 
alkylated by TsOCH2CH2C. tplbond.CH and the product amidated by 
H2NCH2CF3 

9- (3-butynyl) -N- (2, 2, 2-trif luoroethyl) f luorene-9-carboxamide which was 

arylated by 2-bromo-S-nitropyridine to give, after redn. and BzCl 

amidation, title compd. I. 
IT 194210-71-4P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation) ; THU (Therapeutic 

use) ; 

BIOL (Biological study) I PREP (Preparation) i USES (Uses) 

(prepn. of 9-aralkyl-9-f luorenecarboxamides and analogs as 
microsomal 

triglyceride transfer protein inhibitors) 
RN 194210-71-4 CAPLUS 

CN 9H-Xanthene-9-carbQxanu.de, N-[2- {2-oxo-l-imidazolidinyl} ethyl] -9- (3- 
phenylpropyl) - {9CI) (CA INPEX NAME) 



1 ANSWER 22 OF 42 CAPLUS COPYRIGHT 2003 ACS (Continued) 



Lll ANSWER 23 OF 42 CAPLUS COPYBIGHT 2003 ACS 




ACCESSION HUHBER: 
DOCUMENT NUHBER: 
TITLE: 
Phase 



CORPORATE SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE 



19&7:433584 CAPLUS 
127:81770 

Fluorescein-Conjugated Lyaine Monomera for Solid 

Synthesis of Fluorescent Peptides 
Lohse, Jesper; Nielsen, Peter E.; Harrit, Niels; 

Otto 

Department of Chemistry H, C, Orsted Institute, 
University of Copenhagen, Copenhagen, DX-2100, 

Bioconjugate Chemistry (1997), B (4) , 503-509 
CODEN: BCCHES» ISSH: 1043-1602 
American Chemical Society 
Journal 
English 

Fluoreacein Et ester was used to prep, the fluorescent itiiieed 
ester/ether 

6-0- (carboxymethyl) fluorescein Et eater. Conjugation of the latter 

fluorescein deriv. to the . epsilon. -amino group of 
. alpha. -N-Boc-L- lysine, 

via the N-hydroKysuccinimde ester, gave the Boc-protected 

f luorescein-conjugated lysine monomer. Removal of the Boc group, 
followed 

by reaction with Fmoc chloride, gave the Fmoc-protected monomer. 

These 

Boc- and Fmoc-protected f luorescein-conjugated lysines were readily 
incorporated into peptides and PNA oligomers during solid phase 
synthesis 

to give fluorescent products. Mass spectroscopy and UV studies showed 
that the fluorophore remains unchanged during solid phase synthesis. 

In 

contrast to fluorescein., the photophys. properties of these derivs. 
are pH 

independent from pH 3 to 8, with a molar absorption coeff., 
. epsilon. max 

456, of 2.9 .times. 104 M-1 cm-1 and fluorescence quantum yield, 
.phi.f, 

of 0.18. 
IT 191791-31-eP 

RL; SPN (Synthetic preparation) ; PREP (Preparation) 

(f luorescein-conjugated lysine monomers for solid phase synthesis 

of 

fluorescent peptides) 
RN 191791-31-8 CAPLUS 
CN Peptide nucleic acid, 

(acetyl-T-N6- [ [ [9- [2- {ethoxycarbonyl) phenyl] -3-oxo- 

3H-itanthen-6-yl] oxyj acetyl] -Lys-C-G-T-A) -Lys-IJH2 (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 
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ACCESSION NUMBER: 
DOCUHENT NUMBER: 
TITLE: 

IHVENTOB(S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUHENT TYPE: 
LANGUAGE: 

TmiVC ACC. NUM. COUNT; 
PATENT INFORMATION: 



1997:113401 CAPLUS 
126: 115395 

Fluorescent labeling reagents 

Ahlem, Clarence N. i Torkelson, Steven H. 

Systemix, USA 

PCT Int. Appl., 36 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



WO 9641174 Al 19961219 

W: AL, AM, AT, AT, AU, AZ, 1 



tfO 1996-IIS10178 19960603 
BG, BB, BY, CA, CH, CM, C2, ' 



DE, DK, DK, EE, EE, ES, FI, FI, GB, GE, HU, IL, IS, JP, KE, 
KP, XR, KZ, LK, LR, LS, LT, L«, LV, MD, MG, HK, HN, MW, HX, 



GR, 



CH, DE, DK, ES, FI, FR, GE, 



IE, IT, LU, MC, NL, PT, SE, EF 

US 5650512 A 19970722 US 1995-484961 19950607 

AU 9663847 Al 19961230 AU 1996-63847 19960603 

US 5955612 A 19990921 US 1997-862746 19970523 

PBIOBITf hSilM. INFO.: US 1995-484961 19950607 

WO 1996-US10178 19960603 
OTHER SOURCE(S): CASREACT 126:115395; MABPAT 126:115395 
GI 




A Class of sulforhodamine labeling reagents capable of binding with a 
biomol. species to produce a conjugate with fluorescent properties is 
disclosed. The sulf orhodamine labeling reagents have structure I. 

group X is selected front an alkyl, an olefin, a monocyclic aliph. 
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hydrocarbon, gn aryl, or nothing at all. Alkyl denotes an acyclic 

satd. 

aliph. straight or branched chain hydrocarbon. An olefin denotes an 
unsatd. aliph. hydrocarbon. An aryl is used to denote an arom. ring, 

a 

substituted arom. ring, and fused arorfl. rings. The group Y ia 
selected 

from an amide, a substituted amide, or nothing at all. The group Z is 
selected from a monocyclic aliph. hydrocarbon, an aryl, or an alkyl, 

as 

defined with respect to group X, a polyethylene glycol chain of the 
general from {CH2CH20)n, or nothing at all. The alkyl or polyethylene 
glycol chain may further have inert intermediate amide, ether, or 
disulfide functionalities. The group X, group Y, and group Z cannot 

all 

be nothing at all or non-existent. The group B is an electrophilic 
moiety 

suitable for conjugation of the fluorescent labeling reagent with a 

biomol. species. Also disclosed in a method of making the reagents. 
IT ie61BB-44-3P 

RL: ARG (Analytical reagent use) j SEN {Synthetic preparation); ANST 

(Analytical study) ! PREP (Preparation); USES (Uses) 

(sulforhodaraine-based fluorescent labeling reagents for biomols.) 
BN 1B6188-44-3 CAPLUS 

CN IH, 5H, IIH, 15H-Xantheno[2, 3, 4-ij :5, 6, 7-i' j ' ]diquinoli2in-18-ium, 

2,3,6,7,12,13,16,17-octahyciro-9-[4-C[(2-[[5-(lH-lmidazol-l-yl)-l,5- 
diosopentyl] amino] ethyl] amino] sulf onyl] -2-sulf ophenyl] -, inner salt 



(9CI) 



(CA INDEX HAME) 
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ACCESSION NUMBER: 
DOCUHENT NUMBER: 
TITLE; 

INVENTOB(S) : 



CAPLUS COPYBIGHT 2003 ACS 
1996:494615 CAPLUS 
125:167686 

5-Aminof lavone derivatives with antiestrogenic, 

antibacterial and antitumor activity 

Akama, Tsutomuf Ikeda, Shun-ichi; Shida, Yasushi ; 

Kasai, Masaji; Ishida, Hiroyuki; Kimura, Uichiroj 

Gomi, Katsushige; Saito, Hiromitsu; Ueno, Kimihisa 

Kyowa Hakko Kogyo Co., Ltd., Japan 

U.S., 81 pp., Cont.-in-part of U.S. Ser. No. 

288 , 301 , abandoned . 

CODEN; USXXAM 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFOBMATION: 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



US 5539112 A 
CA 2187197 AA 
WO 9624592 Al 

W: AU, CA, JP, XB 

BW: AT , BE, CH, DE 
AU 9645474 Al 
EP 755928 Al 
EP 755928 El 

R: DE, FR, GB, IT 
PBIOBITY APPLN. INFO.: 



19960723 
19960815 
19960915 



US 1995-464093 
CA 1996-2197197 
VO 1996-JPlBl 



DK, ES, FR, GB, GR, IE, IT, LU, 
AU 1996-45474 
EP 1996-901492 



19960827 
19970129 
20020410 



19950605 
19960131 
19960131 

MC, ML, PT, 
19960131 
19960131 



OTHER SOURCE (S) 



JP 1992-28113 A 19920214 

US 1993-14696 Bl 19930208 

JP 1993-199310 A 19930811 

JP 1993-204356 A 19930818 

US 1994-206264 B2 19940307 

US 1994-288301 B2 19940810 

JP 1995-17741 A 19950206 

WO 1996-JP181 W 19960131 
HABPAT 125:167686 



r1b2m D 




AB 5-Aminof lavone derivs. represented by the formula I, wherein Rl, B2, 
B3 
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and R4 are the same or different and represent hydrogen, substituted 

□r 

unsubstituted lower alkyl, lower allcenyl, halogen-substituted or 
unsubstituted lower alkanoyl or lower alJcoxycarbonyl, XI, X2, Yl and 

Y2 

are the same or different and represent hydrogen, halogen or lower 
alkyl, 

at least one of XI and X2 represents halogen or lower alkyl, X3 
represents 

hydrogen, substituted or unsubstituted lover alkyl, lower alkenyl, 

lower 

alkynyl, halogen, hydroxy, substituted or Unsubstituted lower alkoxy, 
NR5R6 (wherein R5 and R6 are the same or different and represent 
hydrogen, 

or substituted or unsubstituted lower alkyl, or R5 and R6 are taken 
together to form a heterocyclic group contg. the nitrogen atom in the 
ring), lower alkylthio, lower alkylsulf inyl, lower alkylsulf onyl, 
carboxy, 

lower alkoKycarbonyl, lower alkanoyl, azido, cyano, substituted or 
unsubstituted carbamoyl or lower alkyl thiothiocarbonyl: or 
pharmaceutically acceptable salts thereof. I wer& tested for 
antiestrogenic, antibacterial and antitumor activity. 

IT l521«9-54-5P 

RL: BAC (Biological activity or effector, except adverse) ^ BSU 

(Biological 

study, unclassified) t IMF (Industrial [manufacture) ; SPN (Synthetic 
preparation) ; THU (Therapeutic use) ; BIOL (Biological study) ; PREP 
(Preparation) ) USES (Uses) 

(prepn. of 5-aminof lavone derivs. with antiestrogenic, 
antibacterial 

and antitumor activity) 
RN 152169-54-5 CAPLUS 
CN 4H-l-Benzopyran-4-one, 

5-amino-6, 8-dif luoro-2- [3-f luoro-4- [ [6- (IH-imidazol- 
1-yl) hexylj aminojphenyl] - (9CI) (CA INDEX NAME) 
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l-yl)propyl]amino]phenyl]- (9CI) (CA INDEX NAME) 



F 




RN 180595-95-3 CAPLUS 
CH 4H-l-flenzopyran-4-one, 

5-amino-6, B-dif luoro-2- l3-f luoro-4 -I [6- (IH-imidazol- 

l-yl)hexyl] aminojphenyl]-, monohydrochloride {9CI) (CA INDEX NAME) 




HH2 O 



• HCl 



F 




NH2 0 F 



IT 15216S-53-4P ie0595-95-3P 

RL: IMF (Industrial manufacture); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ) BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(prepn. of 5-aminoClavon.e derivs. with antiestrogenic, 
antibacterial 

and antitumor activity) 
RN 152169-53-4 CAPLUS 
CN 4H-l-Ben2opyran-4-one, 

5-amino-6, 8-dif luoro-2- [3-f luoro-4- [ [3- (IH-imidazol- 
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1994:631379 CAPLUS 
121:231379 

Preparation of salmon calcitonin and its 

pharmaceutical use 

Yotsuto, Haa Kooto 

Sato Pharma, Japan 

Jpn. Kokai Tokkyo Xoho, 12 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



KIND DATE 
A2 19940125 



APPLICATION NO. 



BOC-Cys-Ser- (tBu) -Asn-Leu-Ser (tBu) -Thr (tBu) -Cys — : 



; — Val-Leu-Gly-OH 



ith 



AB Salmon calcitonin (I), useful for treatment of osteoporosis, Paget's 

disease, Ca disorder, and osteoclastic carcinoma (no data) , is 
prepd. in a 

high yield by condensation of protected cyclic peptide II, 
Fmoc-Lys (Boc) -Leu-Ser ( tBu) -Gln-Glu (OtBo) -Leu-OH, 
His-Lys-Leu-Gln-Thr-Tyr- 

Pro-OH, and Arg-Thr-Asn-Thr-Gly-Ser-Gly-Thr-Pro-NH2. Coupling of II 

H-Lys (Boc) -Leu-Ser(tBu) -Gln-Glu (OtBu) -Leu-Hi3 (Bum) -Lys (Boc) -Leu'Gln- 

Thr (tBu) -Tyr{tBu) -Pro-Arg (Pmc) -lhr(tBu) -Asn-Thr (tBu) -Gly-Ser (tBu) -Gly- 

Thr(tBu)-Pro-NH2 in DMF at 0. degree, in the presence of EDPA, HOBT, 

and 

TBTU gave 100\ protected 1, which was treated with 9S* TFA to afford 

I 

acetate . 
IT ISeOOO-SS-OP 1SBOOO-60-3P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); 

PACT 

(Reactant or reagent) 

(prepn. and reaction of) 
RN 158000-59-0 CAPLUS 
CN L-Prolinamide, 

l-[ [ (2-m,6thyl-l-oxopropyl) aminoj methyl] -L-histidyl-N6- [ (1,1- 

dimethylethoxy) carbonyl] -L-lysyl-L-leucyl-L-glutaminyl-O- (1,1- 
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dimethylethyl) -L-threonyl-0- (1, 1-dimethylethyl) -L-t/rosyl-L-prolyl-NS- 
[ [ ( (3, 4-dihydro-2, 2, 5, 7, 8-pentamethyl-2H-l-benzopyran-6- 

yl) sulf onyl] amino] iminomethyl] -L-ornithyl-O- (1 , 1-dimethylethyl) -L-threonyl- 

L-asparaginyl-0- (1, 1-dimethylethyl) -L~threonylglycyl-0- (1, 1-dimethylethyl) - 
L-serylglycyl-O- (1, 1-dimethylethyl) -L-threonyl-, di hydrochloride (9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 





H H 
(CH2)3 ' 

NH 0 0 lie 





t-BuO Me 



Me "OBu-t 



L\l ANSWER 26 OF 42 CAPLUS COPYRIGHT 2003 ACS (Continued) 



Lll ANSWER 26 Of 42 CAPLUS COPYRIGHT 2003 ACS (Continued) 




II 0 OBu-t 0 f 




RN 158000-60-3 CAPLUS 
CN L-Prolinamide, 

N6-( (1, 1 -dime thy lethQKy) cacbonyll -L-ly3yl-L-l«ucyL-0- (1,1- 

dimethylethyl) -L-seryl-L-glutaminyl-L-. alpha. -glutamyl-L-leucyl-1- E [ (2- 
methyl-l-oxopropyl) amino] methyl] -L-histidyl-N6-{ (1,1- 
dimethylethoKy) carbonyl] -L-lysyl-L-leucyl-L-glutaminyl-0- (1, 1- 

dimethylethyl) -L-threonyl-0- (1, 1-dimethylethyl) -L-tyrosyl-L-prolyl-NS- 

[ [ [ (3, 4-dihydro-2, 2,5, 7, S-pentamethyl-aH-l-benzopyran-C- 
yl) 3ulf onyl] amino] iminomethyl] -L-ornithyl-0- (1, 1 -dimethylethyl) -L-threonyl 

L-aaparaginyl-O- (1, 1 -dimethylethyl) -L-threonylglycyl-0- (1, 1-dimethylethyl) 
L-serylglycyl-0- (1, 1-dimethylethyl) -L-threonyl-, 1, 1-dimethylethyl 

ester 

(9C1) (CA INDEX NAME) 
Absolute stereochemistry. 
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NH 0 0 




Me ■ OBu-t 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 
antitumor 

INVENTOR (S) : 



DOCUMENT TYPE: 
LANGUAGE! 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1994:106766 CAPLUS 
120:106766 

5-aminof lavone derivative antibiotics and 
agents 

Akama, Tsutomu; Shida, Yasushi; Ikeda, Shunichi; 

Kasai, Masaji; Ishida, Hiroyuki; Kimura, Uichiroi 

Gomi, Kataushigef Saito, Hiromitaus lie no, Kimihis 

Kycma Hakko Kogyo Co., Ltd., Japan 

Eur. Pat. Appl., 52 pp. 

CODEN: EPXXDW 

Patent 

English * 



PATENT NO. 



KIND DATS 



EP 556720 Al 19930825 

EP 556720 Bl 19970917 

R: DE, FR, GB, IT 
JP 05286962 A2 19931102 

PRIORITY APPLN. INFO. : 



APPLICATION NO. 
EP 1993-102139 



Me "OBu-t 



OTHER SOURCE (S) ; 
CI 



HARPAT 120:106766 



DATE 
19930211 




AB The title compds. I [R1-R4 - H, (un) substituted lower alkyl, Icwer 

alkenyl, halogen, substituted or unsubstituted lower alkanoyl or Iowa 
alkoKycarbonylJ XI, X2, Yl, Y2 - H, halogen; provided that .gtoreq.l 

of XI 

and X2 ■ halogen] , which have antibacterial and antitumor activity, 

are 

prepd. Thus, 

5-amino-6, 8-dif luoro-2- [4- [ {3-phthalimidopropyl) amino] phenyl 

] -4H-l-beazopyran-4-one was reacted with hydrazine monohydrate, 
prodMcing 

5-amino-2-[4-[ (3-aminopropyl) ami no] phenyl] -6, &-dif luoro-4H-l-beiizopyran-4- 
one, which demonstrated min. inhibitory concn. against Bacillus 

subtilis 

of 2.6.mu. q/mh. 

IT 152169-53-4 152169-54-S 
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RL: BAC (Biological activity or effector, except adverse) i ESU 
(Biological 

study, unclassified) t BIOL (Biological study) 
(antibiotic and antitumor activity of) 
RN 152169-53-4 CAPLUS ^ 
CN 4H-l-Benzopyran-4-one, 

5-amino-6, 8-dif luoro-2- E3-f luoro-4 - ( [3- (IH-imidazol- 
l-yl)propyl]amino]phenyl]- (9CI) (CA INDEX NAME) 
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NH- (CH2) 6 I^^^W 




^ — NH- CCH2)3- 



152169-54-5 CAPLUS 
4H-l-Benzopyran-4-one, 
lno-6, 8-dif luoro-2- [3-f luoro-4- [ [6- (IH-imidazol- 
l-yl)hexyl] amino] phenyl)- (9CI) (CA INDEX NAME) 




NH- (CH2>6 



IT 1521«e-e5-ap 1521«9-53-4P 1521fi9-54-5P 

RL: SPN (Synthetic preparation) I PREP (Preparation) 

(prepn. and antibiotic and antitumor activity of, reaction of) 
RW 152168-85-9 CAPLUS 
CN 4H-l-Ben2opyran-4-one, 

5 -ami no-S.a-dif luoro-2- [3-f LuQro-4- [ [6- (IH-itnidasol- 

l-yl)hexyl] amino) phenyl]-, hydrochloride (9CI) (CA INDEX NAME) 



RH 152169-53-4 CAPLUS 
CN 4H-l-Benzopyran-4-onB, 

S-amino-e, B-dif luoro-2- [3-f luoro-4- [ [3- (IH-imidazol- 

l-yl)propyl)amino]phonyl]- (9CI) (CA INDEX NAME) 




RN 152169-54-5 CAPLUS 
CN 4H-l-Benzopyran-4-one, 

S-amino-6, 8-dif Iuoro-2- [3-f luoro-4- [ [6- (IH-imidazol- 
J-yl)hejtyl]a[aino]phenyl]- (9CI) (CA INDEX NAME) 




NH- (CH2)6 N^^ 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. HUM. COUNT: 
PATENT INFORMATION: 



1991:536094 CAPLUS 
115:136094 

Preparation of (2S, 45) -6-f luoro-2' , 5' - 
dioxo3piro[chroman-4, 4 ' -imidazolidine) -2- 
carbohydrazides and -carboxamidea as aldose 

inhibitors 
Kurono, Masayasu; 



Unno, Ryoichi; Kimura, 



Tomiya, Hoborut Sawai, Kiichii Miura, Kenji! 

Toshinao; Kondo, Yasuaki; Tanaka, Yukiya; et al. 

Sanwa Kagaku Kenkyusho Co., Ltd., Japan 

Eur. Pat. Appl., 31 pp. 

CODEN: EPXXDV 

Patent 

English 



PATENT KO. 



KIND DATE 



EP 416834 Rl igSlOSZl 

AT, BE, CH, DE, DK, ES, 



JP O3106SB5 
JP 2922930 
JP 04009394 
JP 06099308 
JP 04009385 
US 5164391 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



19910507 
19990726 
19920114 
19941207 
19920114 
19921117 



APPLICATION NO. DATE 

EP 1990-117960 19900918 
:B, GR, it, LI, LU, NL, SE 
JP 1969-242301 19890920 

JP 1990-110136 19900427 



JP 1990-110137 19900427 

US 1990-582039 19900913 

JP 1989-242301 19890920 

JP 1990-110136 19900427 

JP 1990-110137 19900427 
MARPAT 115:136094 




AB The title compds. [I; R - CONHNHRl, C0NH0B2, CONR3R4 , 

CONH(CH2)inNR5R6, 

C0NH(CH2)nR7i Rl - H, alkyl, alkanoyl, furyl, thienyl, 

(un) substituted Ph 

or naphthyl; R2 - H, alkyl, (un) substituted Ph; R3, R4 - any of 
definitions for R2, aralkylj R3R4N may form (un) substituted C5-6 

satd. 

heterocyclyl optionally contg. N or R5B6H - (un) substituted satd. 
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heteroring optionally contg. N, 0( Q - H, (CH2)rNR8R9; R7 - nitroxy 
radical, heteroarylf R9 ' (un) substituted alkyl) ReR9N as defined 

for 

R5R6N; RIO, Rll - H, halo, alkyl (mercapto) , alkony; X - 0, N; m, n, r 

2-5] and their salts, aldose reductase inhibitors useful for the 
treatment 

of circulatory diseases and complications of diabetes, were prepd. 

(2S, 4S) -&-FluorD-2' , S' -diosospirD(chroician-4 , 4 ' -imidazolidine] -2-carboxylic 
acid was converted (quant.) to its chloride by S0C12 and stirred for 

18 h 

at 25. degree, with PhNHNH2 and Et3N in DMF to give 65.9% (cryatd.) 

title 

2- (N* -phenyl) carbohydrazide (11). The latter in vitro inhibited 
aldose 

reductase with IC50 « 2.2 .times. 10-8 M vs. 2.0 .times. 10-7 H for 
sorbinil. ll reiaKed norepinephrine -induced contraction of guinea pig 
aorta with IC50 of 8.0 .times. 10-7 M vs. 1.0 .times. 10-4 H for 
cinnarizine. Tablets contg. II were formulated. 

IT 136044-58-lP 

RL: BAC (Biological activity or effector, except adverse); BSU 

(Biological 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic 

use) ; 

BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. of, as aldose reductase inhibitor) 
RN 136044-58-1 CAPLUS 

CN Spiro[4H-l-benzopyran-4 , 4 ' -imidazolidine) -2-carboxamide, 

6-f luoro-2, 3-dihydro-N- [2- (IH-imidazol-l-yl) ethyl] -2 ' , 5' -dioxo-, 
(2S-cia)- 

(9CI} (CA INDEX NAME) 

Absolute stereochemistry. 
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ACCESSION NyMBER; 
DOCUMENT NUMBER: 
TITLE: 
of 

AUTHOR (S) : 
Anthonyi 



CORPORATE SOURCE: 
Northwood/Hiddloaex, 



DOCUMENT TYPE: 

LANGUAGE: 

OTHER SOURCE (S) : 



CAPLUS COPYRIGHT 20O3 ACS 
1991:449507 CAPLUS 
115:49507 

Fluorescent maricors for hypoxic cbIIb: a study 

nitroaromatic compoundfl, with fluorescent 

side chains, that undergo bioreductive binding 
Hodglci33, Richard J.j Jones, Gareth W. ; Long, 

Middleton, Richard w. } Parrick, John; Stratford, 
Michael R. L.t Wardraan, Peter; Wilson, George D. 
Gray Lab. Cancer Res. Campaign, 

HA6 2JR, UK 

Journal of Medicinal Chemistry (1991), 34(7), 

CODEN: JMOIAR; ISSN: 0022-2623 

Journal 

English 

CASREACT 115:49507 




K02 



AB Several novel title compds. e.g., I (R - H, n - 3, 5, 9; R - Ac, n - 

3) 

and II (R ■ H, MeO) having both a 2-ni troimidazole nucleus and a 
fluorescent ring system in their mol. structure were prepd. and 
evaluated 

33 poteiitial fluore3cent probes for hypoxia. Bioredn. of 
nitroimidazolea, 

which is inhibited by oxygen, is known to lead to binding of 
bioreductive 

metabolites to cellular raacromols. and this provides a mechanism for 
binding the fluorescent moiety to hypoxic cells. These compds. can 
incorporate a wide range of fluorophors and can therefore be 
designed to 

suit the laser-line wavelengths available for excitation of 
f luoreacence 

in the flow cytometer. Several nitroimidazoles with naphthalimide 

side 

chains were rapidly taken up into cells and became coned, in the 
cells, 

thus reducing their concn. in the extracellular medium. This 
suggests a 
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potential microscopic bioavailability problem with probes of this type 
when used in vivo as they would becoma progressively depleted in the 
extracellular fluid as they diffused from blood vessels, through 

layers of 

packed cells in tumors, to the hypoxic cells where they could undergo 

hypoxia-specific metab. 
IT 133932-19-lP 133»32-2e-2S> 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(prepn. of, as fluorescent marker for hypoxic cells) 
RN 133932-19-1 CAPLUS 
CN 2H-l-Benzopyran-3-carboxamide, 
N-[2- [ (2-hydroxyethyl) (2-hydroxy-3- (2-nitro- 

IH-imidazol-l-yl) propyl] amino] ethyl] -7'methoxy-2-oKO- (9CI) (CA INDEX 

NAME) 



'XXXr 



NH- CH2- CH2-N- CH2- CH- CH2- 
HO-CK2-CH2 OH 



133932-28-2 CAPLUS 

2H-l-BenzDpyran-2-one, 4- [ [ [ 2- 1 [2-hydroxy-3- (2-nitro-lH-imidazol-l- 
yl)propyl} amino] ethyl] thio]methyl] -7-methoxy- {9CI) (CA INDEX NAME) 



CH2 

ai2 

HH 



CH2 

CH-OH 

CH2 
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1991:207838 CAPLUS 
114:207838 

Preparation of (aminothioacyl) benzimidazolones as 
thioacylating reagents and intermediates for the 
preparation of thi ©peptides 

Brillon, Denis; Sauve, Gillesj Boulos, Zacharie; 
Belleau, Bernard 

lAF Biochem International Inc., Can. 

PCT Int. Appl., 83 pp. 

CODEN: PIXXD2 

Patent 

English 



KIND DATE 



APPLICATION NO. 



US 5138061 
CA 2059647 
CA 205964 7 
AU 906064 2 
AU 651557 
EP 48545S 
EP 48545S 

R: AT, : 
JP 05501865 
JP 3165698 
HU 63395 
AT 1S9521 
ES 2109236 
PRIORITY APPLN. II 

OTHER SOURCE (S) : 



Al 19910221 ¥0 1990-CA248 19900803 

BG, BR, CA, CH, DE, DK, ES , FI , GB, HU, JP, KP, : 



RO, SD, SE, SU 

BF, BJ, CF, CG, CH, CM, DE, DK, ES, FR, GA, GB, 



NL, SE, SN, ID, ' 

A 19920811 

AA 19910205 

C 20010605 

Al 19910311 

B2 19940728 

Al 19920520 

Bl 19971022 

CH, DE, DK, ES, : 

T2 19930408 

B2 20010514 

A2 19930S30 

E 19971115 

T3 19980116 



AU 1990-60642 



EP 1990-911857 19900803 



HU 1992-338 
AT 1990-911857 
ES 1990-911857 

US 1989-389652 A 

WO 1990-CA24a 



CASREACT 114:207838* MARPAT 114:207838 



19900903 
19900803 
19900803 
19890804 
19900803 



CSCR1r3nr2b1 1 



AB (Aminothioacyl)benzimidazolones I [Rl - (protected) amino acid side 
chain; 

R2 - amino protecting group; R3 ■ H, Me, Et, R1R3 - (CH2)n, n - 2-4; 

R4 - 
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H, R1R4 ■ (CH2)m, m - 1-5) R5 - H, halogen, amido, amino, guanidino, 

C02H, 

C02HB, CH, OH, CH2CH, SH, N021 ate prepd. as thioacylating agents, 
intermediates in the prepn. of thiopeptides. Thus, condensation of 

I, 2-(H2H)2C6H4 with Boc-Ser <CH2Ph) -OH (Boc - He3C02C) gave 
amlnoanilide 

Boc-Ser (CH2Ph) -NHC6H4NH2-2 (11) in 97% yield. Sulfuration of II 
With P2S5 

gave thioamide Boc-L-NHCH(CH20CH2Ph) CSNHC6H4NH2-2 (III) in 501 yield. 
Cyclocondensation of III with carbonyl ditriazole gave L-I (Rl - 
CH20CH2Ph, R2 - Boc, R3-R5 - H) in 9H yield. Several I undervant 

30in. 

and solid-phase peptide coupling reactions to give thioamide analogs 

of 

tuftsin and thymopentin. The immunomodulatory activity of 

4-thiothymopentin do T cell development ahowed 128-22T\ increase over 

control animals. 
IT 133704-10-6P 133704-14-OP 

RL: SPN (Synthetic preparation) > PREP (Preparation) 
(prepn. of) 
WJ 133704-10-6 CAPLUS 
CN Carbamic acid, 

[1- [ (2, 3-dihydro-2-oxo-lH-benzimidazol-l-yl) thioxomethyl] -3- 

oxo-3- (9H-Hanthen-9-ylainino) propyl] 1 , l-dimethylathyl ester, (S)- 

(9CI) 

(CA INDEX NAME) 
Absolute stereochemistry. 
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m 133704-14-0 CAPLUS 
CN Carbamic acid, 

[1~[ (2,3-dihydro-2-o«o-lH-benzi[iiidazol-l-yl) thioxomethyl] -4' 

oi:o-4- (9H-«anthen-9-ylamino) butyl) -, 1, 1-dimethylethyl eater, (S)- 

(9CI) 

(CA INDEX NAME) 
Absolute stereochemistry. 
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3-f ormylkhellin with 
AUTHOR (S) : 



DOCUMENT TYPE: 

LANGUAGE : 

OTHER SOURCE (S) : 



CAPLUS COPYRIGHT 2003 ACS 
1990:497313 CAPLUS 
113:97313 

Reactions of S-formylvisnaqin and 

2-thiohydantoin derivatives 
Abdelaziz, Mahfouz A.; Hishmat, 0. H. ; 

Fawzy, N. M. 

Fac. Sci . , Cairo Univ., Giza, Egypt 
Sulfur Letters (1990), 10(6), 255-67 
CODEN: 5ULED2; ISSN: 0278-6117 
Journal 
English 

CASREACT 113:97313 




AB 3-Formylvisnagin and 3-f ormylkhellin condensed with the 
2-thiohydantoin 

derivs. to afford the 4 -arylidene-2-thiohydantoins I (R - H, OMej 
Rl, R2 ■■ 

H, Ph) X » S. When I ( X " S) were fused with primary arom. amines 

the 

2-arylimino derivs. I (X - NPh, NC6H4Me-4) were obtained. I (R - H, 

OHe; 

Rl - Ph; R2 - H; X - S) have been condensed with CH20 and PhNH2 
to give 

I (R2 - CH2NHPh) . Treatment of I (R - H, OHe, Rl - R2 - H, X - S) 

with 

C1CH2C02H gave the corresponding acids which on cyclization with 
AC20 gave 

the imidazothiazole derivs. II. 
IT 12BB3B-64-2P 128838-65-3? 128836-56-4? 

12eS38-fi7-5P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of) 
■pji 128B3B-64-2 CAPLUS 

CN 4-Imida2olidinone, 5-[ ( 4-methoxy-5-oxo-5H-furo[3, 2-g] [l]benzopyran-6- 
yl) methylene] -3- ( (phenylamino) methyl] -2-thioxo- (9CI) (CA INDEX 

NAME) 
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Y 1 




128838-65-3 CAPLUS 

4-Ifflidazolidinon.e, 5- [ (4-methoxy-5-oxo-5H-furo [3, 2-g] [1] benzopyran-6- 
yl) methylene] -l-phenyl-3- [ (phenylamino) methyl] -2-thioKO- (9CI) (CA 




M 128838-66-4 CAPLUS 
M 4-Imidazolidinone, 

- 1 (4,9-dijnethoxy-5-03{o-5H-furo[3, 2-gl (1] benzopyran-6- 

yl)methylene) -3- [ (phenylamino) methyl] -2-thioKa- (9CI ) 



{CA INDEX NAME) 
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CAPLUS COPYRIGHT 2003 ACS 
1990:7422 CAPLUS 
112:7422 

New syntheaia of chromonopyrroloimidazolinones and 
arylidenethioxoimidazoli nones . Study of their 
antimicrobial activities 

Aziz, Hahfouz A. Abdelj Riad, Bahia Y. f Shalaby, 

Fac. Sci., Cairo Univ., Giza, Egypt 
Archives of Pharmacal Research (19S9) , 12(1), 

CODEN: APHRDQ; ISSN: 0253-6269 

Journal 

English 



EN 128B3B-67-5 CAPLUS 
CN 4-Imidazolidinone, 

5- [ (4 , 9-damBthoKy-5-oxo-5H-furo[3, 2-g] [ l]benzopyran-6- 

yl) methylene] -1 -phenyl -3- [ (phenyl ami no) methyl] -2-thioxo- (SCI) 

INDEX 

NAME) 



O OMe 





AB 6-Forinyl-5-methoxy-2-methylchromone derivs. I (B - H, K02, Br, Rl - 
OH; R 

- H, Rl - OMe) condensed with 2-thioKO-4-imidazolinanes II (R2 - H, 

R3 - 

H, Ph( R2 - Ph, R3 - H) to form the corresponding 
chromonopyrroloimidazolinones III or the 
arylidenBthioxoimidazolinones IV. 

The activity of the imidazole moiety NH of 111 (R - R3 = H) (V) was 
confirmed by formation of the Mannich baaea. Moreover, alkylation of 

V 

was gave alkylmercapto derivs. The antimicrobial activities of 
compds. II 
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and IV were studied. 
IT 124041-49-2P 124041-50-5P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(prepn. of) 
RN 124041-49-2 CAPLUS 

CH 4H, 7H-Imidazo[l, 5-alpyranoI3, 2-f ] indole-4, 7-diDne, 
8 , 9-dihydro-5-metho}{y-2- 
methyl-8-[ (phenylamino)methyl]-9-thioKO- (9CI) (CA INDEX NAME) 




EN 124041-50-5 CAPLUS 

CN 4H, 7H-Imidazo[ 1, 5-aIpyrano[ 3, 2-f ] indole-4, 7-di one, 
8 , 9-dihydro-5-niethoxy-2- 

methyl--a-([ (4-methylphenyl)amino]methyl]-9-thioxo- (9CI) (CA INDEX 

NAME) 
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LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
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1983:416554 CAPLUS 
99:16554 

Enzyme immunoassay of theophylline 

Miles Laboratories, Inc., USA 

Jpn- Kokai Tokkyo Koho, 17 pp. 

CODEN I JKXXAF 

Patent 

Japanese 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



JP 58046072 
JP 02031825 
US 45334 93 
CA 1210757 
EP 778 96 
EP 778 96 



DE, FR, GB 



US 4460772 
US 4608336 
PRIORITY APPLN. I 
OTHER SOURCE (S) : 
GI 



19830317 
19900717 
19850806 
19860902 
19830504 
19990125 



JP 1982-146984 

US 1981-296817 
CA 1982-406303 
EP 1982-107414 



19840717 US 1983-493632 

19860826 US 1983-493609 

US 1981-296817 
CASREACT 99:16554 



198108 27 
19820629 
19820816 



19830511 
19830511 
198108 27 




MeN^Sl^"^ 



AB Theophylline (I) [58-55-9] is detd. in blood by immunochem. methods. 
I-antigens were prepd. for the prepn. of antibodies. For eKample, 
9- (5-carboKypentyl) -1, 3-dime thylsanthine (II) [86227-48-7] was 
synthesized and then bound to bovine serum albumin to form an antigen. 
Procedures for the enzyme immunochem. detn. of I are described. 

IT a6227-Sl-2P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of, in enzyme immunoassay of theophylline) 

RN 86227-51-2 CAPLUS 

CN 2H-l-Benzopyran-3-carboxamide, 

7- ( .beta. -D-galactopyranosyloxy) - 2-oito-N- [5- 

(1,2,3, 6-tetrahydro-l,3-dimethyl-2, 6-dioKO-9H-purin-9-yl) pentyl] - 

(9CI) 

(CA INDEX NAME) 



Absolute stereochemistry. 
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DOCUMENT TYPE: 
LANGUAGE: 
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: 160720 CAPLUS 
98:160720 

Diphenylhydantoin derivatives 

Buckler, Robert T. 

Miles Laboratories, Inc. , USA 

Can., 37 pp. Division of Can. Appl. No. 324,409. 

CODEN: CMOCAJ 

Patent 

English 



PATENT NO. 

CA 1137987 
US 4182856 
CA 1121B10 
PRIORITY APPLH. : 

GI 



KIND DATE 



APPLICATION HO. DATE 



19821221 
19800108 
19B20413 



CA 1982-393745 
US 1978-699844 
CA 1979-324409 
US 1978-899844 
CA 1979-324409 



19820107 
19780425 
19790329 
19780425 
19790329 



Ph Ph 




AB Diphenylhydantoins I (R = amino, C02H; n ■ 2-6) were prepd. as 
intermediates in the prepn. of reagents for detecting 

diphenylhydantoin 

and its salts in biol. fluids by binding assays. Thus, 
3-carbethoxy-5, 5-diphenylhydantoin was treated with N-(4- 
bromobutyl) phthalimide to give I (E ■ phthalimido, n - 4) . 

Hydrazinolysis 

of the latter gave I (R - NH2 o - 4) . 

IT 73304-25-3P 

RL: S?N (Synthetic preparation) ) PREP (Preparation) 
(prepn. ofi for diphenylhydantoin detn.) 

RN 73304-25-3 CAPLUS 

CN 2H-l-Benzopyran-3-carboxamide, N- {4- (2, 4-dioxo-5, 5-diphenyl-l- 

imidazolidinyl) butyl] -7- ( .beta. -D-galactopyranosyloxy) -2-oxo- (9CI) 

CCA 

INDEX NAME) 
Absolute stereochemistry. 
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1983:160717 CAPLUS 
98:160717 

Diphenylhydantoin derivatives 

Buckler, Robert T. 

Miles Laboratories, Inc. , USA 

Can., 37 pp. Division of Can. Appl. 

CODEN: CAXXA4 

Patent 

English 



PATENT NO. 



KIND DATE 



CA 1137988 
US 4182856 
CA 1121810 
PRIORITY APPLN. INFO. 

GI 



19821221 
19800108 
19820413 



APPLICATION NO. DATE 



CA 1982-393746 
US 1978-899844 
CA 1979-324409 
US 1978-899844 
CA 1979-324409 



19820107 
19780425 
19790329 
197804 25 
19790329 




AB Hydantoins I (R - amino, C02H; n " 2-6) were prepd. as intermediates 
in 

the prepn. of reagents for detecting diphenylhydantoin and it3 salts 

in 

biol. fluids by binding assays. Thus, 2-HOC6H4COPh was treated with 

N- (4-bromobutyl) phthalimide to give 
2- (4-phthalimidobutoKy) benzophenone. 

This was cyclized with KCN and (NH4)2C03 to give I (R - NHCHO, n - 4) , 

which was hydrolyzed to give I (R ■ NH2, n - 4) . 
IT 73304-25-3P 

RL: SPN (Synthetic preparation) j PREP (Preparation) 
(prepn. of, for diphenylhydantoin detn.) 
RN 73304-25-3 CAPLUS 

CN 2H-l-Benzopyran-3-carboxamide, N- [4- (2, 4-diOKo-5, 5-diphenyl-l- 

imidazolidinyl) butyl] -7- ( .beta. -D-galactopyranosyloxy) -2-oxo- (9CI) 

{CA 

INDEX NAME) 
Absolute Stereochemistry. 
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1983:50007 CAPLUS 
98:50007 

Reagents and method of iraittunodetermination by 

fluorescence polarization uaing carboxyfluorescein 

Wang, Chao Huei Jeffrey; Stroupe, Stephen; Jollay, 

Michael Ernest 

Abbott Laboratories, USA 

Belg,, 37 pp. 

CO DEN: BEXXAL 

Patent 

French 



PATENT NO. 



KIND DATE 



APPLICATION BO. DATE 



BE S92158 
AU 8200328 
AU 555213 
GB 2111416 
GB 2111476 
FR 2500165 
FR 2500165 
JP 57150680 
JP 01023061 
US 5066426 
PRIORITY APPLN. INFO. 



19820816 
19B20926 
19860918 
19830706 
19850403 
19820820 
19850614 
19820917 
19890428 
19911119 



GB 1982-3971 

FR 1982-2502 

JP 1982-22907 

US 1984-644172 
US 1981-235259 
US 1981-329974 
US 1982-443401 



19820211 

19820216 

19820217 

19840823 
19810217 
19811211 
19821122 



AB An imraunol. method and reagents are described for the detn. of 
ligands in, 

e.g., body fluids by using fluorescence polarization and a tracer 
conposed 

of carboKyf luorescein (I) and an analog of the ligand (e.g., a drug, 
metabolite, hormone, or their derivs.) with a primary or secondary 

amino 

group. A sample was incubated with the 1 tracer, a surfactant, and an 
antibody specific for the ligand and for the tracer, and the amt. of 

bound 

tracer was measured by fluorescence polarization. Thus, for the 
detn. of 

phenytoin in blood serum, a .beta. -aminoethyl-2-phenytoin-l tracer was 
prepd. and miKed in a tube with sample dild. with Na phosphate buffer 



(pH 
by 



7,5} contg. . gamma. -globulin and NaN3. Antiserum was added, followed 

incubation at room temp, for 15 min and measurement of fluorescence 
polarization, which decreased with increasing concns. of phenytoin. 
IT e4140-86-3P 

RL: SPK {Synthetic preparation) i PREP (Preparation) 

(prepn. of, for fluorescence-polarization immunoassay) 
RN 84140-86-3 CAPLUS 

CN Spiro[i5obenzofuran-1 (3H) , 9' - [9H] Kanthene] -ar-carbpxamide, 

N-I2- (2, 5-dioKO-4, 4-diphenyl-l-imidazolidinyl) ethyl) -3* ,6' -dihydroxy-3-oxo- 
(9CI) (CA INDEX NAME) 
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CH2- CH2- NH- C- Dl 
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1980: 174695 CAPLUS 
92:174695 

Reagents for use in binding samples in the 

of diphenylhydantoin 

Buckler, Robert Thomas 

Miles Laboratories, Inc., USA 

Ger. Of fen., 43 pp. 

CODEN: GtfXXBX 

Patent 

German 



PATENT NO. 



DE 2914842 

DE 2914842 

US 4182856 
PRIORITY APPLN. INFO. 
GI 



19791031 
19831117 
19800108 



APPLICATION NO. DATE 

DE 1979-2914842 19790411 




AB Reagents for detection of diphenylhydantoin (I) [57-41-0] and its 
salts 

in biol. fluids, by binding assays, are described. These reagents 
include 

labeled I conjugates II (R - PhO and diphenylhydantoinyl; n ■ 2-6) 
directly used, and immunogens for prepg. I-specific antibodies. The 
labeled conjugates were prepd. by the reaction of a mixed anhydride 

(from 

.beta. -qalact03ylumbelliferone-3-carboxylate and an alkyl 
chlorof ormate) 

with either Nl- or N3- (. omega. -aminoalkyl) diphenylhydantoin, or 
[o- ( . omega, -ami noalkoity) phenyl] phenylhydantoin. The immunogen 
conjugates 

were prepd. by the reaction of Nl- or N3-(. omega. - 
carboJtyalkyl) diphenylhydantoin, or [o- ( . omega . - 

carboxyalkoxyj phenyl] phenylhydantoin with a polyamino acid such as 
albumin 

under conditions favorable to the formation of amide linkage. The 

usefulness of these reagents was demonstrated. 
IT 73304-25-3P 73461-B4-4P 

RL: SPN (Synthetic preparation) r PREP (Preparation) 
(prepn. of, for diphenylhydantoin detn.) 
RN 73304-25-3 CAPLUS 
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CN 2H-l-Ben2opyran-3-carboxamide, N- [4- (2, 4-diDxo-5, 5-diphenyl-l- 

imidazolidinyi) butyl] -7- (.beta. -D-galactopyranosyloxy) -2-oxo- (9CI} 

(OA 

INDEX NAME) 
Absolute stereochemistry. 




RN 73461-94-4 CAPLUS 

CM 2H-l-Beniopyi:an-3-carfaoxainide, H-(4- (2, 5-dioxo-4, i-diphenyl-l- 
imidazolidinyDbutyl] -7- (.beta. -D-galactopyranosyloKy) -2-oxo- (9CJ ) 

(OA 

INDEX NAME) 
Absolute stereocheraiatry. 
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CAPLUS COPYRIGHT 2003 ACS 
1980:157931 CAPLUS 
92:157931 

Reagents for use in binding assays to determine 
diphenylhydantoin 
Buckler, Robert T. 
Miles Laboratories, Inc., USA 
U.S., 11 pp. 
CO DEN: USXXAM 
Patent 
English 



PATENT NO. 

US 4182S56 

US 419404S 

US 4213994 

ITS 4213964 

OA 1121810 

DE 2914842 

DE 2914942 

GB 2021S64 

GB 2021564 

GB 2038938 

GB 203893S 

GB 2039485 

GB 2039485 

GB 2039484 

GB 20394S4 

CA 1137987 

CA 1137988 

CA 1142511 

CA 1142512 
PRIORITY APPLN. INFO.; 

GI 



19800108 
19800318 
19800722 
19800722 
19820413 
19791031 
19831117 
19791205 
19820804 
19800730 
19820811 
19800813 
19821020 
19800013 
19821020 
19821221 
19821221 
19830308 
19630308 



APPLICATION NO. DATE 

US 1978-699844 197B0425 

US 1978-967131 197B1207 

US 1978-967132 19781207 

US 1978-967136 19781207 

CA 1979-324409 19790329 

DE 1979-2914842 19790411 

GB 1979-13979 19790423 



GB 1979-1179 

GB 19B0-1178 

CA 1982-393745 
CA 1982-393746 
CA 1982-393747 
CA 1962-393748 
US 1978-899944 
CA 1979-324409 



19790423 

19790423 

19820107 
19820107 
19820107 
19820107 
19780425 
19790329 




AB Reagents for detection of diphenylhydantoin (I) [57-41-0] and its 
salts 

ia biol. fluids, by binding assays, are described. They include 
labeled I 

conjugates directly used, and immunogen for prepg. I-specific 
antibodies. 

The labeled conjugates were prepd. by the reaction of a mixed 
anhydride 
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(from .beta. -galactosylumbelliferone-3-carboxylate and an alkyl 
chlorof ormate) with either Nl- or N3-(. omega. - 
at[iinQal-kyl)diphen.ylhydantoin3, or [o- (.omegs-- 

aminoallcoxy) phenyljphenylhydantoins. The immunogen conjugates were 
prepd. 

by the reaction of Nl- or 
N3- { . omega. -carboxyalkyl) diphenylhydantoins, or 

[o- (. omega. -cacboxyalkosy) phenyl] pftenylhydantoins vitii a 
polyami noacid 

such an albumin under conditions favorable to the formation of amide 
linkages. The usefulness of these reagents was demonstrated. 

IT 73304-25-3P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of, for diphenylhydantoin detn.) 

RN 73304-25-3 CAPLUS 

CN 2H-l-Benzopyran-3-carboxaniide, N- [4- (2, 4-dioxo-5, 5-diphenyl-l- 

imidazolidinyl) butyl] -7- { .beta. -D-galactopyranosyloxy) -2-oxo- (9CI) 

(CA 

INDEX NAME) 
Absolute stereochemistry. 




(CH2)^ 
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1979:160117 CAPLUS 
90:160117 

Silver halid? color photographic yellow couplers 

Xawakatsu, Tetsu; Yamashita, Kiyoshi 

Mitsubishi Paper Hills, Ltd., Japan 

Jpn. Kokai Tok)cyo Koho, 10 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



PATENT NO. 

JP 53139534 
JP 56007220 
PRIORITY APPLN. INFO.; 



KIND DATE APPLICATION NO. DATE 

A2 19781205 JP 1977-53671 19770512 
B4 19810217 

JP 1977-53671 19770512 



Me3CC0CHR3C0NH— ^^^^^^^Jk^^'' 



HesCCOCHCOBH- 



AB Compda. of the general formula I (R, Rl, R2 - H, alkyl, aralkyl, 
aryl; R3 

- H, or a group released during color development; R4 ■ halo, alkyl, 
alkoxyj the imidazolidinedionyl group is attached to 4- or 5-position 

of 

the benzene ring) are used as Ag haiide color photog. yellow couplers. 
The couplers exhibit good dispersion stability (i.e. do not form 
ppts., 

etc.) and yield dye images having good light-fastness. Thus, the 
yellow 

couplet II 4 .times. 10-8 nol was added to a Ag(Br,Cl) eitiulsion (AgCl 

25 

mol»j 20 g gelatin, 8 .times. 10-3 mol Ag(Br,Cl)] 400 g by using a 
conventional method and the emulsion was coated on a polyester film 
support to give a photog. film. The film was sensitometrically 
exposed 

and developed to give Diaax of 2.30. 
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IT 69963-86-6 69963-87-7 

RL: TEH (Technical or engineered material use); USES (Uses) 
(photog. yellow coupler) 
RN 69963-86-6 CAPLUS 

CN Pentanamide, N- [2-chloro-5- {3- (2-ethylhaxyl) -2, 5-dioKo-l- 

imidazolidinyl] phenyl] -4, 4-dimethyl-3-o«o-2-[ (2-oxo-2H-l-ben2Dpyran-4- 
yDoxyl- tSCI) (CA INDEX NAME) 




BN 69963-87-7 CAPLUS 
CN Pentanamide, 

N- I2-chloro-5- (3-dodecyl-2, 5-dioxo-l -imidazolidinyl) phenyl] - 

4,4-dimethyl-3-oKO-2-[ (2-oxo-2H-l-bBnzopyran-4-yi) oxy] - (5CI) (CA 

INDEX 

NAME) 
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IT 69963-94-6P 

RL: SPH (Synthetic preparation)) PKEP (Preparation) 
(prepn. of) 
RN 69963-94-6 CAPLUS 

CH Pentanamide, N- ( 5- (4-butyl-3-octadecyl-2, 5-dioxo-l-iinidajolidinyl) -2- 
chlorophenyl] -4, 4-dimethyl-3-oxo-2- [ (2-oxo-2H-l-benzopyran-4-yl) oxy] - 
(9CI) {CA INDEX NAME) 




CH-C-Bu-t 



NH 
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TITLE: 

3' -hydroxyl 

of the 



1977:464878 CAPLUS 
67:64878 

Addition of a fluorescent label to the 
terminal of DNA and to the 3'-hydroxyl terminal 
nascent RNA chain 

R03Dvskaya, T. A.; Bibilashvili, R. Sh.; 

B.: Gurskii, G. Y. i Strel'tsov, S. A. 
Inst. Mol. Biol., Moscow, USSR 

Holekulyarnaya Biologiya (Moscow) (1977), 11(3), 
598-610 

CODEN: MOBIBO) ISSN: 0026-89B1 
DOCUMENT TYPE: Journal 
LANGUAGE: Russian 

AB Fluoresceinylisothiocyanate, Na salt, was reacted with g lycyl g lyci ne 
to 

form f luoreaceinylaminothiocarbonylglycylglycine, which was 
converted to 

the Me eater with MeN2, With the aid of carbonyldiiroidazole, this 
compd . 

was linked to UTP to form 
3' (2' ) -0-fluoresceinylaminothiocarbonylglycylgly 

cyluridine~S-triphosphate (I). In some expts., 3H-labeled glycine 

inserted between the 2 glycyl residues of I with the aid of 

carbonyldiimidazole. Rhodamine C was linked to UTP via 

carbonyldiimidazole to form 
3' (2* ) -O'Thodaminyluridine-S ' -triphosphate. 

Calf thymus deosyribonucleotide transferase was able to link 
irreversibly 

these UTP derivs. to the 3' end of DNA. They could also be linked 
to the 

growing RNA, on the 3' end, by Escherichia coli DNA-dependent RNA 
polymerase, althougK some inhibition of PNR synthesis occurred. 
IT 64060-93-lP 

RL: RCT (Reactant) » SPN (Synthetic preparation); PREP (Preparation)) 

RACT 

(Reactant or reagent) 

(prepn. and reaction of, with UTP, DNA and RNA fluorescent 
labeling in 

relation to) 
FIN 64060-93-1 CAPLUS 

CN Acetamide, 2- [ [ [ (3' , 6' -dihydroKy-3-oxospiro[i30benzofuran-l (3H) , 9' - 
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N^N- 



- C- CH2 - NH- C- CH2 - NH- C- NH- 




t9JI]Kaiithen] -5-yl) amino] thioxomethyl] amino] -N- [2- (IH-imidazol-l-yl) -2- 
OKoethyl]- (9CI) {CA INDEX NAME) 
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19161 HUH CAPLUS 
85:21371 

N- (Heterocyclic-alkyl) -9-xanthenylamine3 
Bender, Paul E.i Loev, Bernard; Perchonoclf , Carl 



Smithkline Corp., 
U.S., 6 pp. 
CODEH: USKXAK 
Patent 
English 



PATENT NO. 



KIND DATE 



USA 



APPLICATION NO. DATE 



NR1r2 



Seven xanthenylamines I [R - H, CI) Bl - H, He, Et; R2 - 
ddazolylalkyl, 

imidazolinylalkyl, or 2- (1, 4 , 5, 6-tetrahydro-l-pyrimidinyl) ethyl? B3 



of 



OMe] , useful as gastric acid : 



etion i[\hibitorB and for treatment 



gastric and duodenal ulcers as indicated by tests in rats and 
monkeys , 

were prepd. by reaction of S-acetoxyKanthanes with HNR1S2. Thus, 
Kanthydrol was treated with MeNCO in the presence of Et3N and the 
product 

stirred with AcOH in ether to give 9-acetoifyxantheno, which was 
heated 

with 1- (2-aminoethyl) imidazole in C6H6 at reflux to give I [B - Rl 



b3 



Hi R2 - 2-Cl-inidazclyl)ethyll. 
59543-83-eP 59543-8fi-lP 59543-BB-3P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, for use as gastric acid secretion inhibitor) 
59543-33-8 CAPLUS 

IH-Imidazole-l-propanamine, N, . alpha. -dime thyl-N-9H-Kanthen-9-yl- 

) 

(CA INDEX NAME) 
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RN 59543-86-1 CAPLUS 
CN IH-Iniidazole-l-Bthanamine, 
4, 5-dihydro-N, .alpha. , 2-trimethyl-N-9H-xanthen- 
9-yl- (9Cli (CA INDEX HftME) 




59543-B8-3 CAPLUS 

IH-Imidazole-l-propanamine, N-ethyl-. alpha. 
(9CI) (CA INDEX NAME) 



ethyl -N-9H-xanthen-9-yX- 
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1960:39142 CAPLUS 

54:39142 

54 :7'739e-g 

Ni trogen-subatituted 2-chrcimonecarboxaniide3 
Kohlstaedt, Erwin; Klingler, Karl H. ; GenaucJc, 
Wolfgang 

Chemiewerk Homburg Akt.-Gea. 

Patent 

Unavailable 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



DE 970224 19580818 DE 

AB Schiff bases from 2-chroinonecarboKylatea and primary amities or mists. 

thereof with substituted 2-chromonecarboxaniide3 were treated with 
mineral 

acids in the presence of H20 or org. solvents to give the title 
compds . , 

useful as pharmaceuticals. Thus, PrNH2 12 was added portionwise with 
shaking to a cool mint, of Bu 2-chromon.6 carboxylate 5.6 and abs. 
EtOH 40 

parts, the mixt. kept at room temp. 48 hrs. with exclusion of air, 

then 

ice H20 added slowly to give 4-propylimino-2-chromcnecarboxylic acid 
propylamide, m. 99-100 .degree. , which treated with boiling 12* aq. HCl 
gave 2-chromonecarboxylic acid propylarnide, m. 166. degree.. Similarly 
were prepd. the following 2-chromonecarboKylic acid substituted amides 
(subatituent and m.p. 9iven} : Bu, 136-7 .degree . , PhCH2, 176-8. degree. ; 
furfuryl, 183-4. degree.; .beta.- {7-theophyllinyl) ethyl, 286. degree. . 
Similarly was prepd. 7-raethoxy-2-chromanecarboxylic acid benzylamide, 

m. 

165-7 -degree. . 

IT 109S94-00-0, 4H-l-Benzopyran-2-carboxaru.de, 4-oxo-N- [2- (1, 2, 3, 6- 
tetrahydro-l, 3-dimethyl-2, 6-dioxopurin-7-yl) ethyll - 
(prepn. of) 

RN 109694-00-0 CAPLUS 

CN 4H-l-Benzopyran-2-carboxamide, 

4-oxo-H-[2-(l,2,3,6-tetrahydro-l, 3-dira6thyl- 
2,6-dioxopurin-7-yl)ethyl)- (6CI) (CA INDEX NAME) 




N CH2- CH2- NH- 
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